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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutically acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z 
represent each CH or N; R''-^ represent each H, optionally substituted alkoxy, etc.; R"^ represents H; R^"^ represent each H, halogeno, alkyl, 
alkoxy, alkylthio, nitro or amino, provided that all of R^'^ do not represent H simultaneously; R^ and R'^ represent each H, alkyl or 
alkylcarbonyl; and R*' represents alkyl, alkenyl, alkynyl or aralkyl. 
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-) ^mnt^m. 

R\ R\ R':^<kzsR'(D(i>/^< t'hi-D-^v\u^^>^.^ (^ffSL<«, mmm 
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R\ R\ R'i5J^Zj<R'(D^PU< l-D^^-hnm. TSya. C:.7Jln:^ 
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tCck Dg^$nTl'^Tt)cki/^) ^ST). ^fcttSR'^- (S) m- (R"fi, C 

R", R". R"43<i:tXR"«. H-^/c^^^^Co TV^Tfecfc < , 7j<mi^^. /\D 

'^r>j!^^, c,.4T;u^;us, c,.4y;ni^->S, c,-.7';i-4^;i/5=-^S, -hns. 

^Tt^TSyS^SU, {HL, R^\ R", R"*5ctU^"R"|gT75^>K^J[^^^«-rc: 
R"*3cfcr/R"fi, |Wl-^7c«S7^cCoT!/iTt)J:<. 7K*i[H-?> C-.T;!^^;!.®. 
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R 7i) ^ ^ ^ ^ -r f b ^ #J , 
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R"-^^. c,.,Y)u=^;im. c2..T)v^-)vm. c^..T)v^—)vm {c,..t)v^)v 

«C,.4T;Un=^^'>StCci: DS^t^tlTt/^Tfectt/i) ^/tfi- (CHa) q-R" (q 

R"^J;D^'R"C0V^m7!)^-;b^7&^'|^B^tC,..T;U=i^>'S^^L. {lii:;^;?)^^»R^' 
- (CH2) p-O-^^L, $?^L<tt. R^'/i?^"#gmc,..T;H:=^->-S^^L. 
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fiC,.,T;Hl4^S/S(3i:0MM$nTl^Tt>ckl^) ^rc«- (CH.) q-R»(q 

R^'*3j;tXR"cD^^-rn7!)^-:^7!;^^#gi^cMT;i/=i^s^a^^L. myj^mR" 

- (CH:) p-o-^sL, ^^L<tt. R''mmmc^.,Tji'n:^iym^mL. 

R'':^mR"- (CH:) p-O-^Sb, 
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R''-fyV\ny>mT. C,.7Jl:ir)Um. C,.4T;Un^S/S, ^^c«-hnS^^ 

R "4b ct r " CD t/ ^ -rnT:)^ ^ rz ^tm:^^^?^ mm.=^m\- co a ^ ^ l , 

(SC,..7;Un^i/a(Cj;f9Mm$nTl^Tt)cklO ^fcit- (CHa) q-R" (q 
«0 COM^^SL, R"fS/\ny>;^^. C,.4T;i-4^;i/S^fcfiC,.T;i/ 
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- (CH:) p-O-^^L. $f^L<«, R^'7:>^"#gmc,.4T;i'=i^->S^SL, 
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R'':^^. C>.,T)U=^JVm. C^^7JUy-)im> C^.,TJl^=^:=.)m {Cu.7)V^)V 

fd:C,.4y;U3^'>»{CcJ;0M^$nT(/iTfe.J:Vi) ^7t«- (CH,) q-R" (q 
«o ^TtJi 1 ©M^^SL, R"«/\Dy>iM^, c,..T;i/4^;i/S^7t«c,.4T;i/ 

R J: tXR I.^Tn/0^-;^7i^'#Mm C T ;U 3 4^ L , flti:^r56tS R 
- (CH:) p-O-^SL. $fSL<«, R^'TlJ^^SMCMTjPn^^^S/^^^L. 
R"7:?^'SR^'- (CH.) p-O-^^L, 
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N- {2-^Dn-4-[ (6, 7 ->^^^Jl- 4-=^±V^JllJl) :t^i^]y 

-N" yy5";i/'^|xT, 
N- (4- {[7- (^>zy)l7t^iy) - 6 - ^ h^iy- 4 -=^i-^/^J -Jl]^ 
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-n' -ynidJl^OUT. 
N- (2-^Do-4- {[7-p< h:^^>-6- (3-^;i/7isUyyn7ff+^) 

N-[2-^nD-4-( { 6 h^->- 7 -[2 - (IH-l-'f^yyiJ 
N-[2-^DP-4-( {6-^h4^>'-7-[2- (IH-l, 2, 3-h 

N-[2-^pn-4-( {6-;<h4^>^-7-[3- (lH-1. 2. 3-H 
UTy-;i.- 1 yp;t^4^s/]-4-c^:f-yUx;u} ^=^^)yxx;P]- 
N' -x5^;P':7i/y, 

N-[2-^nD-4-( {6-p<h=t^i/-7-[2- (4 -^5^;nf^^>?y) 

N- (2-^DP-4- {[6 h::^^v- 7 - (2 -^;bzNU yx 
- 4 -^:hy'jx;i/]::*-4^Sx} yxx;i/) -n' -Ji^)V^UT. 

N- (2-^PP-4- {[6-yh^v-7- jyUTfs^zy) 
-4-:^i-V^J-)l]^:^iy} y3^-)V) -N' -X5^;L.>^1/T. 
N-[2-^PP-4-( h^^- 7-[2- izy^^)V7^y) JLh 

N-[2-^PP-4-( { 6 -y 7 -[2 - (lH-1 — T^^yj 

X h^>-]- 4 -^•:hv''Jx;^} :^=t-^')y xx;l.]- n ' - y°p e;!.-^ i/T. 

N-[2-^PP-4-( {6-y h4->^-7-[2- (lH-1, 2. 3-h 
UTy-;P- 1 X K^x]- 4 -^■:hv'U ^t^^S/)^ a:x;U]- N 
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N' -y^)VO\yT. 
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- A-^i-^/'J-Jl]:i-=¥iy} y jl-)V) -N' - y D t:;U'^ 1/7, 

142. N- (2-^PP-4- {[6 h^v-- 7 - ( 3 - hf U h ^ 
-» - A-^J ^) )l]^^zy) yjLiijU) -N' -yPhf;P'j7l/T. 

143. N- (2-i>PP-4- {[6 7 - ( 4 - e U ->*;!/.;< h 4^ 
-» - 4 u;u]:t^~>} :7ai-;u) -N' -yp h:;P':> l/T, 

144. N- (2-^PP-4- {[6 -p< h^i>- 7 - ( 2 - 'J 7 X h 

- 4 -^y yxx;i/) -n' -y"p t:;!/-^ 

145. N-[2 P P- 4 -(6 -y h^^v'- 7 - {[2- (lH-1, 2, 

3 - h 'JTv'-;i/- 1 -<;L') jih=¥i^]-A-=¥yVM ■^^>')y 

N' -yp t:;i/'^l/T, 

146. N-[2-^PP-4- (7- {[2- ( 1 H - 1 - 5 ^ V U Xh 
^'^]-e>-^h^i^-A-^y\))V} :t^iy)y -y''u\£)l^U 
T, 

148. N- [2-^PP-4 - - {[2 - (4-y^;H::^ 
"yi^J) JLV^l^] - A-^y \) )V} y 3i—Jl] -N' -ypt";!/"^!/ 
T, 

149. N- (2-i:7PP-4- {[7 - (2 - t KP=^~>X h^S/) - 6 - ^ 
b^iy- A -^y )U]:t^iy} y x.-)V) -N' -yu\d)V^UT . 
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151. N- (2-:i7nn-4- {[6-y^h^iy-7 - ( 3 U / ^ D 
^^iy) - 4-^/ ^) )V]:t^iy} yx.-}V) -N' - tf ;Ur> UT, 

152. N-[2-^Pn-4- - {[3- U-^^)V\f^ 

153. N-[2-^Pn-4- (6-p<h^->-7- {[3- (lH-1. 2. 

3-hU7y-;i/-i-<;i.) 7°P7j^+i^]-4-4-y >j;H :7:n-;i.] 

-N' -yp tfJU-^l/T-. 

157. N- {2-^PP-4-[ (7 - {3-[ ( 2 - t H P4^ >-X5^;i.) (p< 

^^^i-) /]ypz}^=^->'} - 6 N:i^i>- 4 -^y :t4^>']:7x-;L^} 

-N' -y°U\^)V^VT. 

159. N- {2-^PP-4-[(6-^h + >^-7 - {[5 - (lH-1, 2, 

-N' -7°p t:;i/':>i/7. 

160. N-[2-^PP-4- (7- {[4- (IH- 1 --r^^'VU;!^) 

162. N- (2-^PP-4- {[6 -y h:1^>-- 7 - C 2 - U 7 X h 
-4 -^■:^-v'lJx;^];t^>'} 7a:x;i/) -N' - (2, 4->?y;i/^P 

:7:e:X;P) -^7 1/7, 

163. N- (2-^PP-4- {[6-yh4^x-7- ( 3 ;P7j^ 'J 7 7° P 

- 4 -^^v'Ux;i.]:t4^i^} :7a:x;ix) -N' - C2. 4->>-:7;i/:r 
uyx.-)V) OUT. 

164. N-[2-^PP-4- (6-7h=^^x-7- {[3- (4-75^;Hr:^ 
^i/V) yP4^=^v]- 4 -+±V'Ux;i/} 7:nX;i/]-N' -(2,4 

-i/7;i/:tp:7xx;i/) out. 

165. N- {2-ii7pp-4-[ (7 - {3_[ (2-h KP^i^X5^;i/) (7 
75 y]yP>J^4-~>} - 6 -7 h4^>'-4-^^V-Ux;U) Pf4^^]:7a:- 

;H -N' - (2. 4 ->?:7;p:^p:7 3i-;u) -^1/7, 
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168. N- (2-^nn-4- {[6 - :A h^i^- 7 - ( 3 ;i/7}^ U / y D 
- 4 -4^y U;i/]^^i^} y^i-ju) -N' - (2, 4-i^yjU:tuy 

169. N- (2-^np-4- {[6 -p^ h^v^- 7 - ( 3 - hf U >^;i/^ 

-» -4-4^y u;V]:^4^v} -n' - (2, 4 ->?7;^:to:7a::- 

170. N-[2-^Dn-4- (6-p^h^f>-7- {[2- (lH-1, 2, 3- 
h UTy-;i/- 1 --r;W Xh4^v']-4-^ry U;i/} :7a:-;|/]-N' 

- (2, 4 ->?:7;i/^p:7a:-;i/) ':i7i/T> 

18 4. N- (2 -i^ no - 4 - {[6 h^v-- 7 - ( 3 - hf ^ 'J S>V 7° P # 
- 4 :t^'>} y -N' - l/T 

185. N- (2-^7nD-4 - {[6-^ h^i^- 7 - (3 - tf^U i^Jy'nyfs 
_ 4 :t=^Sx} y ^.-JU) -N' -X5^;P'^l/T, 43i:D!: 

1 86. N-(2-^Dn-4-{[6-p^N^'>-7-(4-hfU S^Jl?^ h^i^) 
-4- + /'j;i/] ^+->} :7a:-;i/) -n' -.(2, 4 ->^:7;i/;tP:7:n-;U) 

62. N- {2-i7PD-4 - [(6, 7-v^ h4^->- 4 -^^V'J 
i/] -N' -yn\d)lOUT. 

142. N- (2-i^PP-4- {[6 7 - ( 3 - }d V >^ )l ^ h 

- 4 -^y u;i']:^-4^->} :7ai-;i/) -n' -yp tf;!/":!? i^t. iScfctX 
169. N- (2-57np-4- 5 - p< h:^->- 7 - ( 3 - t° U 
jx) -4-^y U;i/]:^^->} 7a:-;U) -N' - (2, 4 - >^7;l/:t P 7 x " 

^TMTJit} v±m^m(D^. yy'(t7i^mm^. ^mm. Mitymrn^. BOit 
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:^mBM{z^^^t^mt. ^tz. mmmi^ 7mm tT^;it7:}^-c^ 
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X^-A 1 




R6 
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IZ^-oXmrnX'^^o m^it. U>^^#:«. org. Synth. Col. V 

ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983)^^fiW098/47873l3fB^$ 

yrnUW-^-^. J. Am. Chem. Soc.,_68, 1299 (1946)> J. Am. Chem. Soc, 68, 1305 (19 

;i/AT5 \^ hK^s-^'^x^i-VuymmW^n (^ig^lj 3 4 #M) . ^v^T- (2) 

(D-fy^—mx'h^o z.(Dm^. =¥i-v'^j ymmi$^(DKmmi^^^rzi^izmm(Dm 
mx^i- V u yt^mi^^mmzm -oxi^^i^^. ^it^:^^^'w§ vfj:i^^z.t -b^^t^^ o t^. 

(2) \zm^x\-XV)VjLy^f^\%7,)\,it.^y(j:)i^:^y-T:w.^.t^^^-t^fz.^. iK 
«ii o b w f ij T- ^ § „ 

'Mzm^^t^mm^'^tzLU-wmu^xzm^x. x hP7xy-;Kz^L4 - ^n 

- {y^j-y^Lj^y) ^ J ^iymM'^%^\^\m'^T^^-rv''}ymM^tim 
$-a--5<h4- {T^jy^i-j^y) ^J^}y%%m^W-h^^^m^^^-t^^ir^j^)y 
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Ti/^^ffi* ^ -e w?iJ T ^ § „ 
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^yju) co^&rmmu7ji=^jHtm (R'-'Hai) ^i^^m^it^ (urns) :it 
iz-^M mxit. 7mit-^h^j^A) #:aT. mmt^Tji^^JHtM (r'hh k 

$mi^iz. 'j>^(Dyjmizm^x-(^ji^7-r-hmmi^^i'^m'^it'^^\ $>^i^t 
m^i^. ^'^^'^Ji''r^» (^^&ThV7tsxtr^>mMmzmmuy)u^ 

;UT5> (R"NH2, R'-R'-NH) ^^^s^^^ Z tlZ^r,mm-^'^ ^ (XfM 4 
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3 
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%^fifzMMW\z'i^%(D^mz'iit\,^'^ viyT-y— vmm^w (o = c=n-r") 

5> (R^NH:) ^f'^ffl^-yr^Clif^.fcO'^L-TglS^^^^T^-So 
TAoy>'fkT;L'^;P (R"'HaK R"' «R"75^*T;i/Zi=^^'>S-eS-5<h^(?[)T 

m.Soc, 1945,67,736^ {I SB«!c CD :^ ^ T T ^ -5 o 

SM^/^^t'ffli/^^TJL^n— ;H^^#:«Tfj|g$nTVi-57j)\ ^§ Vi«j.Antibiot.(l 
993),46(1),177, Ann.Phann.Fr.l977,35,503^tCfB«!cC7):^^(C^o T^^^T'^ §0 
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-^S#^XX-7^;i/M^#:«. J.Med.Chem.l977,20,146*{C:IS*!cCD 

i^^C5;^?*{CfiEV^f#e>n7t^»#:(C< V^>T:^- (0 = C = N-R") 

^i^^m-^i^^-^K $>^^^ithvyt^xy>^iJimmz^mmy^>^rMTjv^jU7 

5> (R"NH.) ^f-^ffl$ii-^^<i:{3ckD':7l/Tg|5^^^^T^'i)» 
^l^^T, ^:^yU>^±C0 7{icD7MS(7)««S (PG) ^^^b, tga©:?? 

T;U^;Ug3^^«T) ^f^ffl^-fr^^itCckD. h^h^\-XT)Vn-)VmmW (R 
" OH) ^mKlt^) (c J; DfPffl$-e-§ e: <t (cJ: D , 

>m(D 6 mzw^cDmrnm^^T^mmmt. \h%mnt\.x3-\:i 

:^mn\z^^i\:^mt.. -<>\i^^\zi6\^^xmmmmmM'^m^mr^ mmu. 
mm 4 mm) o 

^mmiZj^^it^i^lit. ^fz. hP{Z*3t.iTjfil^|^^m^VEGF (V 

ascular endothelial growth factor) XMMi Ltzt"^ d -5 M A P K (mitogen-acti 
vated protein kinase) CO -It'll: ^ mWT ^ (M^UmM 1 ^ <kV^ 2 m^M) . M^I^ 
^mm^YE GFXmm-r^ i:S^#T»ft® J; D MA P K/i;5ffi 
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mt^n. U >m^t^nrcMA PK(D±mmib^tl^ (Abedi,H. and Zachary, L, 
J.BioI.Chem., 272, 15442-15451(1997)) o MAP K(DmmtUlt'§m^\Z^if ^ it 
^P<i&mm(Dmmizmmrj:m^l^mv e: i^O^^ ^nXV^S (Merenmies, J. et al.. 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 
8,4-25(1997))., t^^O T*^BJ{Cct §{b'&#J«Jfil«^|ff^^$fJ{'^ffi^^-r-So 

l®C0te^<hr1^< |gO:^ViT!.i'5)(Forkman, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)) o U^Xs ^^m^Z^^it-^f!^ 

ts-^--jmm(D^^umm.. t&.xs^zmmmo^w^^cD^wjzm^^^^^it-^^x^^o 
«eoT. :^mn\zx^it^m-^. ^w\z^^i.r^m'^. ^±i±{c#^{mnTL^ 

\^m.m\z^^-T^:it^^/vi:t^^. mm. m^m'^mm-m. 'm^mm')^-^^. 

-^T^#, mm^^. m^^-^) (Di^^-tn^^cDt^-^m^-r:. t h^Scfcr/t nj^^^i^ 
mmm^mt. i^-^'f^^{zmi:^rzm'Mt^mmiz^:^^rL^o 
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zn^cD^mmmit. m'^mi^^nxi^^mmm. mmm. ig^^j> mnm. 
m^m. nmmrj: ^^m^ ^ t^?* izj^^o miB-t^ z. t t^x^ ^ § „ 

(Dm^^zmcxm-^ik^-^n^t^. -^^d^^o. i — ioomg/kg, 

mm\z. i^^\^^-x'M.mmzt^zE-fyix^^o m7i.\t. ti^mB-^mmm(Dm 
■a-, ^^mz^^it^^^^^tu^it.'scDi^'^^j^mmzYfm-^^^zLtiz^ 
KiMm^m^-^^. i-x^^x. iK-»>m^ik^-t^:ih\z^'om:m^%^mzmm 

i^m^^^^E^^/uxu^.mmM'^oikmfi^^mmt^yjmmm^ti^. 
mo^-^^mm ^(Dmmm^izm-^-r^jta.'&^^m^f^n^. :^mM^z^^i[:^ 
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mtik^p^^mmt (Dimmit, m^i^. mnn^m). m 

mmmi : 2-^aD-4 - [(6. 7 -i?^ h^zy- V )U) rt^iy] T 

>^^5^;^X;^3j^4^-> K (lOml) \Z.7)^m\'Cir V K (6 0w%, 0. 7 2 
g) ^iJO;^. 5 0rT3 O^^jt^^t^^f^fcL, A -T ^ J - ?, - ^ uuy J - 
)VmBMi\. 6 1 g) ^Jip^mtST 1 053^jtJ4iL7to ^^(14 -i:7nn- 6, 7 

-s^p^ h^i^4^y'j > (1. oog) ^snA 1 0 orT— ^ift^^Lfcc ;SjE£;?gfz 

9 g, iK^6 0 %Tt#/rc 

'H-NMR (CDC 1 3, 4 0 OMHz) -.8 4. 05 Cs, 3H), 4. 05 
(s, 3H). 4. 08 (s, 2H), 6. 44 (d, J = 5. 4Hz, IH), 6. 

85 (d. J = 8. 5Hz, IH), 6. 9 3 - 6. 9 6 (m. IH), 7. 15 
(d, J = 2. 7Hz, IH), 7. 41 (s, 1 H), 7. 54 (s, IH). 8. 

4 8 (d. J = 5. IHz, IH) 

mmm2 : 4- [(6, 7->^;< h^v-4-=^y U;U) :f^'>]-2. 3->^p< 
5^;i/T~ U > 

>^p<9^;PX;1'aK4^>' K (10ml) ^C7K^{b:^ h U -i^A (60w%. 0. 72 
g) ^iPX., 5 0t:T3 O^ffil^l^^rStCL, 4-T5y-2. 3-i^^^)Uy 
:i:y-)U^m& ( 1 . 5 5 g) ^in^^yST 1 O^mWl^Tzo '^\Z.4-^UU- 
6, 7 ->^;< h^ixr^^y U > ( 1 . 0 0 g) ^iPx. 1 0 0°C-T?-Bfejti*Lfco >5 
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0. 9 4 g, iK^6 5 %x^nrzo 

'H-NMR (CDCI3. 400MHz):a2. 07 (s, 3H). 2. 15 (s. 
3H), 3. 62 (s. 2H). 4. 05 (s. 3H). 4. 07 (s. 3H), 6. 
25 (d, J = 5. 4Hz, IH). 6. 64 (d, J = 8. 5Hz. IH), 6. 
83 (d, J = 8. 5Hz, IH). 7. 42 (s. IH), 7. 64 (s, IH), 
8. 4 2(d, J = 5. 4Hz. IH) 

i^y^Jl7.Jlyts^iy\^ (10ml) IZT^mit-^ h ^ A (60w%. 0. 36 
g) ^m^. 5 0W3 O^'-mWrnrnMilZl^. 4-TB.y-2, S-zy^^Jly 

xy-;^ (1. 2 3 g) ^mp^^i^Ti o ^m.^Lrzo mz4-^na- e. 1 
-vyv^'y^j^}y{\. oog) ^jjD^ 1 0 ot:-e-M^4iL/i„ Km^mz 

^ □□3j^;i/AXy-fe h> (l/'l) TJir^^r§S/U;^7y;u^n-T h^^ 

nmm4:3, 5 □□- 4 - [(6. 7 h^^- 4 -4^7 U;i/) 

>>-p<^;UX;i/4^4^'> H (10ml) izy^mit-^ h ^ 2^ (60w%, 0. 36 
g) ^iO^> 5 0t:T3 0:^JtJ^f^^-/a{cL. 4-T5y-2, 6->?^nn:7 

jiy—ji(i. 5 9 g) ^mxmuiri o^AmwLrzo '^iz4-^nn- 6, i 

-->'^ S^i^4^/ U > (1. OOg) ^iJOx. 1 0 O-CT-MJ^Lfco ;SJf&?^t3 

7]<?^ir^tT7^f^L, »7j<S^^-:M- U -^AT^fc^L/zo M£ET?§i®^g^LTt#^>n 
Tt^^^^s ^ PD^;UA/T-fe h> (1/1) Tawr'5>''J;^y;i/^D -7 h^' 
^:7^-(Ccfc DII^L, ^gcT^-fh^t/^O. 3 5g, iK^2 2%Tf#fco 
'H-NMR (CDC 1 3, 4 0 OMHz) :53. 84 (s, 2H), 4. 05 
(s, 3H), 4. 08 (s, 3H). 6. 28 (d, J = 5. 4Hz, IH), 6. 
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74 (s, 2H), 7. 43 (s, IH), 7. 64 (s, IH), 8. 48 (d, 
J = 5. 4Hz, IH) 

m^mS : 4- [(6. hzi^j^- 4 y \j ji) :t^'>] -2- - hPT 

-'J> 

>?p<5^;PX;L'5i^^>'H (15ml) {c:7K^<k::hhU'^A (60w%, 0. 54 
)V {2. 0 7 g) ^Jn^^iSTl 0^m^L;^Co >^{3 4-^OD- 6, 7->>-;< 

h^>'^^yu> (1. 5 0g) ^^jpA. 1 0 ot:T4BfrBiJt#b7:ro >sjfK?^tc7j<^ 

DOzN;i.A/T-fe h> (1/1) '(:mm-t^iy')t}f)V^u-^h'if^y 
^-(CcfcDifi^L. mm(Dit^^^O. 5 3g. iR^2 3%Tt#/i, 
Mjg^jie : 1- [2 -T$y-4- (^>>>';i/;t^-» - 5 h^->:7 
-1-X:57y > 

1- (4-tKP^^>-3-^ h=¥iyyx.-J\,) -l-jL^y> (20g), ^ 
^*'J':>A (1 8. 3 g), B'yity^hy-n-y'^)l7>=Er.ry2^ (4. 4 5 g), 
^>iyJUy'a3.]^ (17. 3ml) ^N. N - ^^Jlyt^JlAY ^ \^ (3 0 0m 

mj£ymm^^^Lx'i%^tirzm^. ^mmm (12. 47mi) ^mm (12 

Oml) {3?g^L. miEL-VZmm^Jt^Lfz. 0°C{3T7K^'ft;^ h U '^A7j<?^?i^^ 
ia;^4"!4f3L/zft. ^ n QzN;i/Afflffi ^ n n5jN;UAa^{iff^3hh U >^ AT^t; 
i^LTzo >klz. Mi£T?gS^|g^LTt#6n;t^5$^, XrJ'y-;!/ (i i 6 0m 

1), 7K (12 0ml) (3ifi^7;?HtT?g^?L. :^fb7>^X>^A (19. 2 g), 

Mra (10 1. 7g) ^m^. mmm^ik^ smmLTzo ±y-rhm.mL. ^uu 
n-^jiAX^^ y-ji (3/1) nmL. mj±Tmm^^^L. n^nr^m^^ 

7K^fb± h U •^A7X?^?^TrT;i/;^ U ttfc n nzt^jl^Afflffl np^^jPA^ 

;uA/@^^x5";u (10/1) -cmm-r ^ tjyji^n-T h^^yy ^ -iz^r, 
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mmL. ^m(Dit^m^2 4. 9 5 g, iK^7 7% (SXT-yy") Tf#7t<. 
'H-NMR (CDC I3, 4 0 OMHz) : (5 2. 5 1 (s, 3 H) , 3 . 8 4 (s, 

3H), 5. 14 (s, 2H), 6. 12 (s, 2H). 7. 15-7. 62 (m, 
7H) 

y u y > 

1- [2-7-^7-4- (^>i^Jl:t^i-) -5-?^h=¥'>yx.-Jll -1- 
JL^jy (24. 95g) '^7-V'y\iYuy^y (450ml) ir V 

U-i^Ap^h^vK (24. 87g) ■^'mT^mBrr: mf^m.W\^. ^'^X5";uxx 

( 3 7 . 0 7 m I ) ^iO^^-^T 2 Btrem*^!^. 7K ( 1 5 0 m 1 ) ^JD;^ 1 

^uui^^)^K/ (10/1) T-Jir^T^->U;t/y;i/^p-7 

'H-NMR (DMSO-d5, 4 0 OMHz) : d 3. 8 4 (s. 3 H) , 5 . 1 
9 (s, 2H), 5. 97 (d, J = 7. IHz, IH), 7. 09 (s, IH), 
7. 28-7. 51 (m, 6H), 7. 78 (d, J = 7. 3Hz, IH), 11. 
50-11. 75 (br, IH) 

g^jg^J8 : 7- (^>>>';i/:^:^^^) - 4 - ^ □ □ - 6 - ^ h 4^ ->4^ y U > 

7- (^ :t4^>') -6-yN4^i/-l. 4 -vt Ho- 4 'J y > 
(17. 1 6 g) (Crt^vi^fbU > ( 1 4. 1 9 m 1 ) ^SPA, JO^^SMrjfi^ 1 0# 

A/T-feh> (10/1) T:'mm-r^y')tiY)i^u-^h^'^y 4—\z^'o%nm 

SiiCDfb'&4^^ 3 . 8 2g, iK^2l%Tt#/ro 
'H-NMR (CDC 1 3, 4 0 OMHz) :64. 06 (s, 3H),5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m. 8H), 8. 56 (d. J=4. 9Hz, 1 H) 

U^^m 9 : 4 - {[ 7 - (^>>>';i^:t4^>-) - 6- yh:^>--4-=i^yu;i^] 
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'>}-2. 5 -S^^5";UT- U > 
-y}^^Jl7.Jin-^^iy\^ (2 5ml) {C7K^Yb± h U -^A (6 0w%. 1. 17 

"^jiyj^y-ju (4. oog) ^m^^^-ci 0 ^T^mm^. 7- ('^>>?;i/:t4^ 

-4-^Pn- 6 -p< H^'>4^y U > (4. 3 6 g) ^Jjpx.fc„ 2 2 Bfrs^ffi 
^HcT^'fb'&^l^^ 3 . 0 4 g, IK^5 2 %-rf#7"co 

'H-NMR (CDC 1 3, 4 0 OMHz) : (5 2. 0 5 (s, 3H). 2. 16 
(s, 3H), 3. 58 (s. 2H), 4. 06 (s, 3H), 5. 32 (s. 2H). 
6. 28 (d. J = 5. IHz. IH). 6. 61 (s. IH), 6. 81 (s, 
IH), 7. 2 8 - 7. 4 2 (m. 3H). 7. 44 (s. IH). 7. 49-7. 
54 (m. 2H), 7. 63 (s, IH). 8. 39 (d, J = 5. IHz. 1 H) 

nWA^fxm. (ESI -MS, m/z): 40 1 (M*+l) 
S^jg^iJ 10 : N- (4 - {[ 7 - (-^>>^;i.^=^'» -Q-yt. h^jy- 4 -4^/ U 
-2. 5 ->>-p<5^;[.yji-;[.) -N' - (2, 4-iyy)V^ny^ 

— ;i^) "^IxT 

4- {[7- (^>>';^^4^>') -Q-y ^jjl] ^^iy) -2. 

5 U > (3 0 0mg) uu^.}VA ( 5 m I ) \zmM\^tzL'i^. 

imm^LTzo Kft^m^. ^ nnyf^JUAXT±h> (7 5/2 5) TJM-T-SS/ 
8 %Tt#fCo 

'H-NMR (CDC 1 3, 4 0 OMHz) : (5 2. 1 7 (s . 3H), 2. 2 6 (s . 
3H), 4. 06 (s. 3H), 5. 33 (s, 2H). 6. 29 (d,J = 5. 
IHz. IH). 6. 42 (s. IH). 6. 7 6 - 6. 9 3 (m. 3H), 6. 7 
0 (s, 3H). 7. 3 0 - 7. 5 4 (m. 7H). 7. 60 (s. IH). 8.. 0 
4-8. 12 (m, IH). 8. 44 (d,J = 5. 4Hz, 1 H) 
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mmmi 1 : N- (4- {[7- (^>i^Jl:t^'» -6-^ h^zy-4-=¥ 7 U 
JU] :t^iy} -2. 5 -i^^^)lyji~Jl) -N' - ( 2 ~ ^ h^zyy ji-JU) 

4- {[7- (^>>^;U:^-^>') h4^>'-4-:^y U;H :t^'>} -2. 

5 -i^?^^)UT-^J > (3 0 0mg) ^^nn-^JlA (5ml) izmrnvr^m. 

2-^h^iyy:i^-JU-^yiyT-^—h (0. 2 4ml) ^M^. 70t:f3Tl^ 
mi^Lfzo Kltm^^. ^□P^N;i/A/T-fe h> (7 5/2 5) TJlffi-T-SvU;^ 
^'JU^UTh^^y^-iZ^VmmL. ^^cofb-g-tf^S 6 5mg, iR^8 9% 

'H-NMR (CDC 1 3, 4 0 OMHz) : (5 2. 1 7 (s, 3H). 2. 2 8 (s, 
3H). 3. 83 (s, 3H), 4. 07 (s. 3H). 5. 33 (s, 2H), 6. 
26 (s. 3H), 6. 29 (d,J = 5. 4Hz, IH), 6. 86-7. 06 
(m, 4H), 7. 12 (s, IH), 7. 30-7. 41 (m, 3H), 7. 46 
(s, IH), 7. 5 0 - 7. 5 6 (m. 3H), 7. 61 (s. IH). 8. 11 
-8. 16 (m. IH), 8. 43 (d,J = 5. 4Hz, 1 H) 

12 : 4 - {[ 7 - (^>iy)U:t^'» - 6 h4^'>- 4 -^7 U )l] :t 
^x} -2-^aDy-'j> 

>^~p<^;i^7s;U7}^4^Sx K (3. 6ml) iZ7l^m^[:± h V ^ A (6 0w%, 320 
mg) ^;fjnA, 6 0t:T3 0^jti^ft^?U{3L/zo ^{C4-T5y-3-:i7nD 
yx^y-Jli^mm. (7 2 0mg) ^in;l^v^Tr 1 o^jti^t^, 7- (^ :t 
^t^i/) -4-:i7nD-6-y h^'>^y U > (6 0 Omg) ^m^fzo 1 0 5 "C 

■r2 2P#PBiM^?^j^;S^?^tC7K^Jax.^np4^;i/Al*i±5L;tM. ^pnTj^jUAS^ 

SfficDib-g-^^ 5 3 3mg. iK^6 6%Tt#7to 
'H-NMR (CDCI3, 400 MHz): 54. 05 (s, 3H). 4. 08 (s, 
2H) 5. 32 (s, 2H), 6. 42 (d. J = 5. IHz, IH). 6. 84 
(d, J = 8. 5Hz, IH), 6. 93 (dd. J = 2. 4Hz, 8. IHz, 
IH). 7. 14 (d. J=2. 4Hz, IH), 7. 2 9 - 7. 4 2 (m. 3H). 
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7. 44 (s, IH), 7. 4 9 - 7. 5 3 (m, 2H), 7. 55 (s, IH), 

8. 45 (d, J = 5. 3Hz, IH) 

(E S I -MS, m/z ) : 4 9 7 (M*+l) 
MjS^Jl 3 : N- (4- {[7- (^>-:^;U::f=^-» - 6 - p< S4^x-4-4: y ij 

;p] :t^'>} - 2 -^pd7jc-;I/) -n' - (2, 4-sx:7;p;tD:7x-;i/) 

4- {[7- (^>S^;i/:^^-» -6-^ h^>--4-4^y u;H -2 
-^anTn'J> (2 6 Omg) ^^nn^tc^i/A (1 0ml) izmMLfz'^. 2, 
4->?7;i/^D7a:-;U-r V>-T:^-h (19 8mg) ^ JO^^jiaT 2 

Lfcc N> (10/1) -^M^-r-5~>U;^^';u^ □ 

hi^f^y ^ -IZ^'Ommi.. mmcDit^m^ 3 3 7m iK^9 4%Tt#;to 
'H-NMR (CDCl., 400 MHz). -(54. 04 (s. 3H), 5. 3 

2 (s, 2H). 6. 49 (d, J = 5. IHz, 1 H), 6. 8 6 - 6. 9 6 (m. 

3H), 7. 10-7. 17 (m. 2H), 7. 2 2 - 7. 2 8 (m, IH), 7. 

28-7. 41 (m, 3H), 7. 4 5 - 7. 5 3 (m, 4H). 7. 96-8. 

04 (m, IH), 8. 27 (d. J = 9. OHz, IH). 8. 49 (d. J = 

5. 4H z , 1 H) 
WM^MiB ( E S I -MS, m/ z ) : 5 6 2, 5 6 4 (M* + 1 ) 

niBM 14 : N-{2-^nD-4-[(7-bKo=!^f>-6-^h4^>--4-4^ 

yU;i/) :t=^~>] yx.-)l} -N' - (2, 4 ->^:7;i.:tn-7j:-;U) 'j7UT 
N- (4 - {[ 7 - (^>>?;i':t^-» - 6 h:^S/- 4 \j ji] 

- 2 -^Do^ai-jP) -N' - (2. 4 ->5:7;1/;^-d:7 3i-;1/) r^i/T (21 
5mg) >^p<5^;U7t^;L'A7'5 K C 1 1 m 1 ) {Z?§^L. /I^i^-^A^^ (2 
1 5mg) ^Jpx.. 7K*#SI^T^?aT 1 M^^Lt^Co ;^^Sr^{C@^^X5=-;i/ (3 

0ml) ^m^. hmmLfc. mm^mj±T^^i., ^mcDit^^^n 

4m g, 1R^9 6 %Tt#rco 

'H-NMR (DMSO-d., 40 0 MH z):53. 94 (s, 3H), 6. 
47 Cd, J = 5. IHz, IH). 7. 01-7. 11 (m, IH), 7. 18 
-7. 36 (m, 3H), 7. 4 4- 7. 5 2 (m, 2H), 7. 95 (s. IH), 
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7. 98-8. 13 (m, IH), 8. 23 (d. J = 9. 5Hz, IH), 6. 
50 (d. J = 5. IHz. IH), 8. 81 (s, IH). 9. 31 (s, 1 H) 
(ES I -MS. m/z) : 4 7 2 (M*+1) 

^jy] -2, 3 ->?^5^;UT-U > 

>^^^)UXJl^^iy\^ (6ml) iZTi^m^t-^ h V ^ A (60wt%, 0. 32 
g) ^iUPi. 3 O^mmWL tz'l^. 4-T5y-2. 3 - >^ ^^JUy j:. / 

(1. 1 og) o^mmwi^rzo 'Aizi- (^>i^)i:t=¥iy) 

_4_/7PP_5_p< ij^ 2 0 g) ^mpii 1 owemmm 

nrzm^^. ^uu^s)VL./T±:hy (e/l) TSFj^T^ vU;^y;i/^n-T h 

'H-NMR (DMSO-de, 4 0 0MHz) 5 1. 87 (s, 3H). 1. 96 
(s. 3H). 3. 97 (s, 3H), 4. 78 (s. 2H). 5. 23 (s, 2H). 
6. 12 (d, J = 5. 3Hz, IH). 6. 54 (d, J = 8. 4Hz, IH). 
6. 69 (d. J = 8. 4Hz, IH). 7. 27-7. 51 (m. 7H). 8. 
31 (d. J = 5. SHz. lH) 

1 6 : N- (4 - {[7 - (^>iy)l:t=¥iy) - 6 h4^->- 4-^/ 

'j;i/lpf4^->} -2. 3 -i^y^jiy -n' - (2. 4 ->>'7;i/:j-n'7 

j:-;U) '^l^T 

4- {[7- (^>>^;i/:t4^S/) -6-^ h + >-- 4 -^y U;!-]:^^^/} -2. 
3 U >(260mg)^N, N-i/p<^;U4^;i/AT 5 K (5ml) 

izmMi^fz^i^. 2. 4 -i/7;i/:to:7ai-;u-r y >'T:^— h (i2img) 
^T^UTr—mKlt-Vrzo y^ /—)U^m7i. MffiT^^^g^LTt#<S,ti7t?^ 
^ y -;Uv5fe?^, yJifXL. mm(Dit'^^^2 1 9mg, iK^6 1 %Tr#/io 
'H-NMR (DMSO-d., 4 0 0MHz) 51. 99 (s, 3H), 2. 17 
(s, 3H), 3. 90 (s. 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. IHz, IH), 6. 9 5 - 6. 9 8 (m. 2H), 7. 2 5 - 7. 6 3 (m, 
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9H), 8. 0 5 - 8. 0 8 (m, IH). 8. 3 4- 8. 3 6 (m. 2H). 8. 
7 9 (s, IH) 

mmmi 7:7 - (^>v;U:t=^'» -4- (3 -7;U:tD-4-- ha:7jiy 
- 6 h4^->4^y U > 
^nn^>iL> (3ml) lz7 - (^yz^Jl^^zy) -4-^nn-6-Xh 
U >(3 0 Omg), Z - y )V^U - 4 Vuy x.J—)l{7 8 5mg) 

^^-t^>Xi^^x5";^ (i/i) T®r?i-r5^«>''J:tf^";p^p-T h^^*^:?^ - 

'H-NMR (DMSO-d6, 4 0 0MHz) 5 3. 83 (s, 3H). 5. 25 
(s, 2H), 6. 91 (d, J = 5. IHz, 1 H), 7. 2 9 - 7. 5 0 (m, 
9H), 8. 18-8. 23 (m, IH), 8. 56 (d. J = 5. IHz. 1 H) 
8:4- {4-7^ / -Z-y)V^uy oL-^jy) - 6 - h^'>- 7 

7- (^>>>VU^4^>') -4- ( 3 -:7;i/::ta- 4 h p:7xy ^^v) -6 
-y h^^^-^y U>(190mg)^N, N-S^y ^;UzK;UA7 5 H (5ml). 
hUX5^;L'T5> (1ml) fC^«|L> 7^m.it/-^yi>^h. (4 0mg) ^JD^> 

□ AK;i/A/y (20/1) i:Mm-t^mm>'^J:^^'Jl^u-v h^'^y ^ 

-iZ^fQ-mmL. mm(Di\:^!^^7 5mg. iK^5 6%T#fco 
'H-NMR (DMSO-d6, 4 0 0 MH z ) <5 3 . 8 7 (s, 3H), 5. 11 
(s, 2H), 6. 29 (d, J = 5. IHz, IH), 6. 7 7 - 6. 8 0 (m, 
2H), 6. 9 3 - 6. 9 9 (m, IH), 7. 19 (s, IH). 7. 40 (s, 
IH), 8. 31 (d, J = 5. IHz, IH), 10. 03 (s, 1 H) 
m^Mi 9 : N- (2, 4 -i^yju^ay -N' - [2 -yjl-tu- 4 

- [(7-hKD^'>-6-yh^'>-4-^yu;i-) yx.-ji} out 

4- (4 -7 5. y - 3 -yji-tuy j^y :ir>') - 6 -y S4^'>- 7 -^y u y 
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(7 Omg) ^^auTt^Jl^A (1. 5 ml). N, N - ^^Jl^sJUAT ^ K 
(1ml) izmMl^fz'^. 2, 4-i^y)l^uy3L~)V^'jiy7-r—h (43m 

g) ^*nx.T^^T3Bfra.KjSLrc» Ki^^m\z^^ j—)v^-mpL. m&Tmm^ 

'H-NMR (DMSO-d6. 4 0 0 MH z ) 6 3. 9 4 (s, 3H), 6. 47 
(d, J = 5. IHz, IH), 7. 04-7. 10 (m. 2H), 7. 28-7. 

34 (m, 2H), 7. 47 (s. IH). 8. 05-8. 15 (m, 2H), 8. 

30 (s. IH), 8. 43 (d. J = 5. IHz. 1 H), 8. 97-9. 03 
(m, 2H), 10. 10 (s , 1 H) 

mmW'\2 0 : 4-^na-6-:Ah=^iy-7-^yiJ /-Jl 

7 - (^>>>";Upf+>') - 4- ^nn-6-;^h4^~>+yiJ> (l OOmg), 

^:t7-V-Jl (3 0 0 [1 1 ), ><^>X;UaN>^ ( 2 5 1 ) ^)y)V^U ^ 

^>7.)uyt^>m (1ml) \zmML 3 o^rBm-u-TrmwLtzo mj±Tmm^^^ 
'i^^nrzm^iz7i<.mit-^hv^A7mm^m^^mzL. ^^-^y^mpim 

mmtLfzo if^^B^mi^-mL. S^c^-fb^^^ 5 Smg, iK^7 5%Tf#^Co 

'H-NMR (DMSO-d6, 4 0 OMHz) : (5 3. 9 8 (s, 3H), 7. 3 

3 (s. IH). 7. 36 (s, IH). 7. 47 (d, J = 4. 9Hz. IH). 

8. 54 (d, J=4. 9Hz, IH), 10. 37 (br, 1 H) 

S^jg^il 2 1 .•4-^nD-6-^h=^>--7 - (2-p<h4^->xh=^'» ^^yj 

> 

4-^Dn-6-^h^^->-7-^/'J ( 5 Omg). j^gg;^? U ■:>A (4 

Omg), a-i^fb-x- h^-n-:/^;UT>^-'^A (9mg). 2-yo^x^;i/ 
^5^;i/X-7^;U (4 Omg) N->>'p<5^;L.:rf^;i/AT5 K (10m I) Izm 

ML7 ovr immwLrz. mj£Tmiim^^L. m^hnrzm-^izimnmmym 

i^nny^y (6/2/1) TSPj^T-S/'J p h ^^^^^ -tcj; Offi 

ML. ^ffi©{b^#;^4 7mg, iK^7 4 %T'f#/i<, 



wo 00/43366 



PCT/JPOO/00255 



- 40 - 

'H-NMR (CDCI3, 400MHz):(53. 49 (s. 3H). 3. 88- 
3. 90 (m. 2H), 4. 04 (s, 3H). 4. 3 2 -4. 3 5 (m, 2H), 
7. 35 (d, J=4. 9Hz. IH). 7. 40 (s, IH), 7. 43 (s. 
IH), 8. 5 7 (d, J =4. 9Hz, 1 H) 

mmm22 .• 2-^Pa-4-{[(6-^ h=^'>-7- C2-pt m^'>Xh4--» 
i^^^)V7.}V-!is^iy\^ (2ml) {I7j<mik::h h U •i7A C6 Ow%, 1 5 3mg) 

^inx., 6 ot:T3 o^jt*^t«i^{cL, 4 -t5 y - 3 -^pn7xy-;u:^ 
(3 4 3mg) ^*nx.^-igTi O^MJ^LTt. ^tc >^ H (2 

ml) \Z1^ML'tiA-^UU-Q-^h^i^-7 - {2 - ^ h^i^JLh^iy) ^ 
yU> (254mg) ^in;^ 1 1 0°C-e-MSiL7to >^J^:^l^(::7X€*Dx.^Pn 

:jv;L'AyT-fe h> (7/3) x-mm-r^iyvtifji'^u-^h^'^y^-izj^vm 

'H-NMR (CDCI3, 400 MHz): 63. 49 (s. 3H), 3. 89 
-3. 91 (m, 2H), 4. 02 (s, 3H), 4. 09 (s. 2H), 4. 33 
-4. 35 (m, 2H), 6. 43 (d, J = 5. 4Hz. IH). 6. 85 (d, 
J = 8. 5Hz, IH). 6. 9 3 - 6. 9 6 (m. IH), 7. 15 (d, J = 
2. 7Hz. IH), 7. 41 (s. IH), 7. 52 (s. 1 H), 8. 47 (d. 
J = 5. IHz. IH) 

mmm2 3 : 2-^DD-4 - [(6. 7-^^y h=¥zy- 
->] T- U > 

>?y5^;PX;i^AK^S/ K (4 0ml) iZ7i<miti- h 'J ^ A (6 0w%, 5. 8 0 

g) ^m^. 6 ox:x-3 o^mm^^-uizLrzo ^za-t^j -^-^uu-y 

xy-;U^^m (13. 0 5g) ^Jn;l^iaT 1 O^^jfi^?^, J. Am. Che 
m. S o c . , 6 8 , 1299 (1946), J. Am. Chem. Soc.,_6_ 
_8.. 1 3 0 5 ( 1 9 4 6) 7^f:^{ct2«$n^J:^fj:tIffl¥P^(CckrDT^^Lfei^ 
uu^irv'^} yi%W^~T:h^. 4 -y an- 6 , 7 -i^?^ h^iy^-^V^J > (8 . 



wo 00/43366 



PCT/JPOO/00255 



- 41 - 

14g) ^M^fz. 1 1 0X:-V3 O'^mWLfcm. R}tmiZ7li^m^^nn7i-^jl 
urn 7 6 %-rf#;feo 

'H-NMR (CDC I3, 4 0 OMHz) : 5 4. 0 5-4. 0 8 (m, 8H). 

6. 85 (d, J = 8. 5Hz. IH). 7. 00 (dd. J = 2. 7Hz, 8. 
8Hz. IH), 7. 21 (d. J = 2. 7Hz. IH), 7. 32 (s. IH), 

7. 5 2 (s, IH), 8. 6 4 (s, 1 H) 
M«^trM (E S I -MS, m/z) : 3 3 2 (M'+ 1) 

mmmz 4 : N-^>i^)l-N- (2, 4->^:7;p^a:7ji-;u) t5> 

2, 4->?:7;i^^PTr:U > (2. 3 7m 1 ), ^>XT;i/5=-'t K (2 . 3 6m 
1) (4 6m 1 ) IZ^m-^i^f^-iyOA (5. 5 9 g) .t^l-- 

m(Dmm^i]QPi. ^u-v4 B^T^rBmwLtco ^7^T7Km^[:n--om^hv^A (2. 
6 4g) ^mx. ^i^-TsimmmwLfzo mf^rmm^'M^L. 7j<, mmj^^ji 

^j^M.T:^t^Lrzo m&Tmm^m^Lx%<bnrzm^^. ^^-^yyTthy 
(3 0/1) •vmm-r^'>vtiy)i^n-^h^^'yy^-\zj^DmmL. mm(D^t 

-&it^€3. 0 4 g, iK^e 0 

'H-NMR (CDC 1 ,, 4 0 OMHz) : (5 4. 3 4 (s, 2H), 6. 5 6 
-6. 8 2 (m, 3H), 7. 2 5 - 7. 3 8 (m, 5 H) 

mmM2 5:;^9-JU 4- (^>S>';|/:t=^'» - 5 N4^->- 2 - - h D^> 

TtTfiSc^;^5^;PA^- 1/- h(5 0 g). mmtio^yA (7 eg) ^n. n->^;^5^ 

;Uzh;UAT5 H (2 0 0ml) IzmML. ^^t^>i^Jl (33ml) ^1 05^/0^ 
t^TMTL, ^iST— Pifeffi«^L/to 7K^2 0 Om 1 JlP;l. mmx.^JlT!mtiim. 

^ izmm^uizm^wk^yK^Mxmmji^jixmmLtz. ^m^s^z-^imi- hvo 
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om 1 ii^zsmm2 0 0ml ^uqx. 8mmmmmz7K^mxrzo mnrcm^ 

'H-NMR (CDCh, 400MHz):3. 90 (s, 3H). 3. 98 (s, 3 
H). 5. 21 (s, 2H). 7. 08 (s. IH), 7. 31-7. 45 (m. 5 
H). 7. 5 1 ( s . 1 H) 

mmm2 6 ■. 7- (^>>^;i/:t^'» -6-^h=¥iy- 3, 4->>'bKD-4- 

X- h (15. 0 g ) ^mm. (2 0 0ml) {zmm'i^. m mm) (13. 2 g ) 

5y-4- (^ :^^>') - 5 -y h4^v'^>V'X- h(7:)ffi*SM#)^ 9 . 5 
S%rz. 1R^7 0 %c 

ni^nrc^^)v 2-T^y -4- (^>>>vi/:^+>-) - 5 -y h4^i/^>v' 

X- h (6 5 Omg) ^N. N-i>~y5^;i/4^;UAT5 K (1 5ml), y—)V 
(3ml) \zmm\^. 4^;i/A7$ H (0. 4 6m I). :M- U A ^ h ^ >- K (3 
7 3mg) ^DWTi. 10 0ig^T#rSL, — Mi^Lfeo ^r^^T?^^|]|t7j<^ 1 
OmlJn^Ttc 1 Mit^7KT>K;^^f-{^^4'fP-r'5<tia#:7j;^^tjffi}L7tc 
7i<, X— T-;i/-T??jfe7tftK^4^>y-r$giiL, «ecD{b-g-#j^ 5 6 6 mgf#;to 
^8 7 %o 

'H-NMR (DMSO-ds 4 0 0 MH z):3. 88 (s, 3H). 5. 25 (s, 
2H), 7. 23 (s, IH), 7. 3 3 - 7. 4 9 (m, 6H), 7. 97 (s, 
1 H), 12. 06 (b r , 1 H) 
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mmm2 7 7- (^>>?;i/;t^'» -4-^DD-6-^ h4^'>4^^yij> 

> (40 Omg). -:>'-ryyDtf;i.X5";i.T5> Co. Sml) fC^4-->:^'ffc:U> 
(515ml) ^ilD^, 2 Oi^fBlM^^LT^Co ^^Iz'^^m^. 1 0 %7Km<\:i- h U 

MCD{b-&#;^4 2 Omgt#7^„ i|X^9 9%c 

'H-NMR (CDCh, 4 0 OMHz) : 4. 08 (s, 3H), 5. 34 (s, 2 
H), 7. 35-7. 51 (m. 7H), 8. 86 (s, 1 H) 
mmm2 S .• ^^^Jl 5 - (^>i^Jl':t^iy) -4-7^ 2 -- hD^> 

VX— K 

mmcD^^ji 3 - 1 hp+->- 4 h + >-/^>yx- h(i 0 g). 

U-l^A (2 3g) ^N, N->?p<^;i/:^;UA7'^ F (50ml) ^it 
^>S^JU (6. 5ml) 2: 1 O^Tl^^ttTrSTL-, ^I^Tr-mmWLrz.o 7K^20 

0ml jnx.. mmjL^ -^^\zmmm\zm^'kU7\(.^-mx.mmj:.^)v 

4gnrzo mi^^x. m'btirzmi^? . o g^^^xnfcAti, 7ic?^TTi^^io 
om 1 i5c}:OT^2 0 om 1 ^sn^, smmmwrnizyK^mpLfz. f#6n/zia# 

ilX^Q 6 %o 

'H-NMR (CDCl:.. 4 0 OMHz) : 3. 8 9 (s . 3H). 3. 9 6 (s . 3 
H), 5. 21 (s, 2H), 7. 15 (s, IH), 7. 3 4 - 7. 4 5 (m, 6 
H) 

ffi!jgF!)2 9:6- (^>iy)\.:t=^>') -7-^h=^->-3, 4->?hHn-4- 
^■/aTT;><5^;i/ 5- (^ ::f:^^S/) - 4 - ^ h^->- 2 -X h D^> V' 

x-h (15. 8g) ^§^^(2oomi) izmm'i^. m mm (is. 9 g ) 
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57-5- (^>>^;U:t:^v) -4-;>< h4^'>^>V'x- SCD*iiK$^#;^ 1 0. 
4 entz. W7 3 %. 

X- h (5. 0 g) ^N, N-zy;A^)l-tsJUA7 ^ K ( 1 5 0 m I ) . 7 ^ y-;U 
(30ml) izmmi-. aK;PAT5 H (3. 5 m 1 ), ± h U -i^Ap^ h^S/ K ( 2 . 

8g) ^m^. 1 0 om^-vm^L. -mmt^vrzo mu^-c^^m^?^^! om 

x-7";i.-e?5fe#f^K^4^>y-e^^L, S^cDfb'&^i^ 3 . 7 gf#7to iK^7 6 

o 

' H - NM R (DMSO-d6, 400MH2):3. 92 (s, 3H). 5. 21 (s, 
2H). 7. 16 (s. IH), 7. 3 3 - 7. 4 9 (m, 5H), 7. 55 (s, 
IH), 7. 99 (s, IH), 12. 06 (br. 1 H) 

mmM3 0 : 6- (^>iyJl:t^zy) - 4 - ^ nu - 7 - ;< h^jy^^-TV^J > 

6- (^>iyJU:t^'» - 7-^h^iy-3, 4 - t F □ - 4 -4^^ VU 7 
> (3. 5 g), ^^-f vynt°;ux5^;P7'5> (1 1. 5 m 1 ) tC::r=^^>-J^'fb'J > 

(3. 1ml) ^m^. zo^fBrmmLfzo ^i^iz7^m^. 1 o%7}^mit-rh<j 

m(Di\:^m^2. 9 gt#;t„ iK^7 2 %, 

■H-NMR (CDCl., 4 0 OMHz) : 4. 07 (s, 3H). 5. 32 (s, 2 
H), 7. 3 5 - 7. 5 3 (m, 7H), 8. 86 (s, 1 H) 
Mjfi^ll 3 1 : 4 - {[ 7 - (^>>>';U:t^~» -6-7 h-4^>-- 4 -4^:;^ V'j x;i/] 
- 2 □ nTX 'j > 
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7 - - 4-^PO-6->^ h^zy^-TW > (3 0. 0 g) 

ty^h'^y'^JlTy'E-OA^n^Jli (13. 9g) ^T±h> (4 0 0ml) 

izmmLrz4-T^y-3-i7unyj:.y~-jimMm. (3 6. og) ^mi]uLrz 

t:i^^m<D^\:^m^3 6. 6 gf#bn7to 1K^9 0 %o 

'H-NMR (DMSO-d6, 4 0 OMHz) : 6 3 . 96 (s, 3H), 5. 
34 (s, 2H), 6. 86 ( d . J = 8. 8Hz. IH), 7. 00 (dd. J 
= 2. 7Hz. 8. 8Hz. IH). 7. 22 (d. J = 2. 7Hz. IH). 7. 
3 5 - 7. 5 4 (m. 7H), 8. 5 3 (s. 1 H) 
^jit^!l3 2 : N- (4- {[7- (-^>S>-;|/;^=^-» -6-^ h^^y- 
y-jU] -t^jy} - 2 - ^ any x.r.jl) -N' - 1x7 

4- {[7- (^>>>';U::f4^~» - 6 - y h^i^- :t^iy] 
- 2 - ^uny-v > (12. 2g) ^m?^^ nn:i-^jiAizmMLrcm. hUx 
^;i/T5> (8. 4m I) ^m-bQL'm'i^X'm^Lrz. 'Aizm7K^ u nytsJlA (1 
2ml) {ChUAtN7sy> (4. 5g) ^?g^lLfg-&f^4'(cMTLfco ^rST 2 0 
^iti*L;^cf^, n-y^t^;^T5> (4. 9ml) ^t]n;t7Co ^-/ST^ b (CI fl# 

Slic7)fl:;'&4^;0^'9 . 4 g#'=,n/zo iK^6 3 %o 

'H-NMR (DMSO-d<i. 4 0 OMHz) :50. 91 (t, J = 7. 3H 
z, 3H), 1. 4 4 - 1. 5 0 (m. 2H), 3. 0 6 - 3. 0 9 (m, ^H). 
3. 98 (s. 3H). 5. 35 (s, 2H). 6. 97-7. 01 (m. IH). 
7. 23 (dd, J = 2. 7Hz, 9. OHz. IH), 7. 37-7. 57 (m, 
9H). 8. 20 (d, J = 9. 3Hz, IH), 8. 55 (s, 1 H) 
M.'&m 3 3 : N - {2-^aa-4 - [(7-hKD=t^'>-6-p<h^'>-4-=^ 
^V'j-jl/) ^^jy'] -N' -7°ah° )Vt> V T 
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N- (4 - {[ 7 - (^>>?;P:t^i» -6-^ h^i^- 4 — ^ 

+ - 2 -^^PO:7x-;l/) -N' -yn hVl^-i^l-T (42. 2 g) ^ h 'J 7 
(2 0 0ml) (zr^^Lfc^, :^^>XJl^^>m (11. im 1 ) ^ 

'H-NMR (DMSO-d6, 400 MHz): 50. 91 (t. J = 7. 3H 
z, 3H), 1. 4 2 - 1. 4 9 (m. 2H), 3. 06-3. 17 (m, 2H). 
3. 84 is, 3H). 6. 65 (s, IH), 7. 03 (m, IH), 7. 14 (d 
d. J = 2. 7Hz, 9. OHz. IH), 7. 20 (s, IH), 7. 35 (d, 
J = 2. 7Hz, IH), 8. 05 (s. IH). 8. 14 (dd, J=2. 7H 
z. 8. 8Hz. IH), 8. 19 (s, 1 H) 
M3g^j34:6, 7 -zyy^h^zy- 

2-75/-3, 4 ->>'^ h^^Sx^m^^^^;!- (2 0. Og, 94. 8mm 

0 1 ) \Z^-)VI^T^ H (15 0ml) ^JfjP^T, 8. 5 B^PbII 6 0 t: tcSnfA Lt^Co 

-5ii!L, t#bnAcM^7j< (1 0 0ml X 20) Tr^r^LT^c^ 
?5fe#LfcM^M/£TI£^iLTg6^!fel^ 17. 8 5 g, iK^9 1 . 5 XX^ntz. 
'H-NMR (DMSO-d», 4 0 OMHz) : 6 4 . 01 (s, 3H), 4. 0 
2(s,3H), 7. 14(s,lH). 7.34(s ,1H), 7. 61(s, 

1 H), 7 . 9 7 is, 1 H) 

^jg-^iJ3 5 ■• 4 - ^ an- 6 , 7-S>'p<. h^>^^^VU> 

6, 7 ->>"y< h^>'-4- + ^V'p> (5 0. Ig. 0. 24mol){Z7.;U 
aN^> (2 5 0ml) ^J:Lf^:^iymt^J >(250ml=412. 5g, 2. 
6 9mo 1 ) ^iJDATl 2 0 "CT 1 Btr^lW L;to ^?S^T?''^SJ]ft, MffiTiiiSiJ 
>^m^L. mi&^7K7\c ( 1 0 0 0ml) '.Zf^^^ auTi^jUjU ( 1 
0 0 0ml) ^m^Tco 2 0 %7i<mt± h U ':>A-r7K^(^pH^ 6. 5 tZflSL. 
Wil/ich7j<ll^53'?ftL;^Co 57'??gLfc^aJ1^7j< ( 1 0 0 Om 1 X 6 0) Tr5fe?^L 
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7 0ml) ^iJUPimmV. - 5°C~- 1 0°CST7^i|]L. MM - $mLxEm<^ 
^3 8. 5g.i|X^7 1. 4%Tt#;to 

'H-NMR (DMSO-d6, 4 0 OMHz) : 6 4. 09 (s, 3H). 4. 0 
9(s.3H).7.14(s.lH), 7.34(s .IH). 7.61(s. 
IH). 7. 9 7 (s. IH) 

i^3t^!l3 6 : 4-^DD- 6. 7 -i?^ h^jy^j-VO > 

6, 7-i^^ h^S/- 4 -4^:hyp> (10. 0 g, 4 8. 5mmo I) iz h 
;i/X> (10 0ml) 4o=ttX:t^^S/:^fbU > (7. 4 g, 48. 6 mm o 1 ) ^ 
^DAT 1 2 O-CTG. 5P#rBljtl4^L/^Co ^t^^TMf^. rl^^L, h;i/X> (1 
0 Om K 5 0ml) Xi9t^LX. $mL. a6^#j^ 11. 5 g, iR^ 9 1 

$^jg^ll3 7:4- (4' -T$y-3' - 0 UU) -yx.J^iy- 6, 7 

4-T5y-3-^pn7x / ( l 4 . 6 g , 8 1 mm o 1 ) {ztK 

iglb::^-hU':^7A (8. 5g, O. 2 l mo 1 ) 43J:I/>K ( 9 Om 1 ) &ijnx.r§«? 

4-^ DP - 6, 7 f..^^4.-^y',j >(i2g, 53 mm ol) 43 

J;lXy<9=-;ux^;i/^ h> (2 2 5ml) ^jjO^T. 2 B^WMSft Lfco 
5 0°C{C?^SPI^, ^UUiYsJVK (5 0 0ml) ^^XSiY^ (5 0 0ml) ^^JD^T 

A (2 5 0ml) ^AnA> 1 0^rBim«^L./cft> ^?^L/to f# ^>n/i#liS^M 
ffi?ll5§L. ?^M^f#fco ^il^fC^^^y-jU (5 0ml) ^iJD;t 3 0 ^r^^ifSMi Lt^c 
I*. • I^^LTSe^^l^^ 1 5. 6g, iK^8 5 %Tt#;to 

'H-NMR (DiMS O - d 6, 4 0 0 MH z):(53. 95 (s, 3H), 3. 9 
7 (s. 3H). 5. 33 (s, 2H). 6. 85 (d. J = 8. 8Hz, IH). 

6. 98 (dd, J = 2. 8Hz, J = 8. 8Hz. IH). 7. 20 (d, J 
= 2. 8Hz. IH). 7. 36 (s. IH). 7. 51 (s. IH), 8. 53 (s, 
1 H) 

Mjtl^J3 8 : 4- (4' -7$y-3' -^PP) -^j:y4^->-6, 7-V^ 
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4-7^/-3-^nay:c/~Jl')^mm(l. 3g, 7. 2mmol){32 
0 %7Kmiti- h U'^A7K^I^ (3. 5ml) ^cfctXjJc (2ml) ^iU^mM^it. 
4 - ^pn - 6, 7 -i^y^ h^i^=¥-rW >(0. 8g. 3. 6mmol), 
nn^)\,A(eml):k^ZSy^h^y^JUy>^-ry2^:/n^\^(0. 5 8g> 1. 

8mmoi) ^iD^T, 2mmmmLrco K^^m^n^mm. i^pp^;!^^ do 
ml) ^cty->K (10ml) ^mxx 1 0'^mmwLrc.m. mmmhym^^m 

l^f^o ^mi.fzyKm'^Mlz^an^.jUA (lOml) ^HU:^. 1 O^mmWLfz 

ml) ^liV^TL?, Q>jiff^m.W\^fz.\^. • ^g^LxaeiJil^^ 1 . Og, iK^S 3 

^;&a^Jl : N- (2, 4 -S>'-7;i^;tP^>>>';P) -N' - (4 - [(6, l--J^ 
h^->- 4 -^y u;!/) :^4^'>] - 2 -:7;p:^p:7ai-;i^} '^71^7 

4- [(6, 7 ->?p< h4^v- 4 U;i/) - 2 - :7;P:^ p y - ij > 

( 1 0 Omg) ^ h;Ux> (5. 0ml), h Ux^;UT5 > (1 . 0ml) fzjp 
S*?^^Lfctt, VOuu:K^y {\. Oml) Lfc h U Jj^7.y'> (10 3 

mg) ^mx.-x'3'7^f^mm:(k\.f:Lo'^k\z2 , A-i>^ )v^u^y'j)VT^y {'^ 

4m g) ^in;^T, ^ b {I 5 BtfB^jjpiftji^jft W.Mmz.m\^W<myY~m^ V ^ 
KiYMW.'^li^y^. ^ PPAK;l/Ai::ffld:lL-, ^ P P AlN;L'AJi$ftE7K5ifi^± h U 'i' A 
Ttt^Lfco MffiT?§$S^®SLTt#?>n7:z?il$^, ^7 PPAh;PA/Tiz h>(2 
/I) TMP^T§->U;t?y;i/^p h^^^7Y-(Cct S^co{t^4^^ 
12 3mg. JK^S 0 %-rf#fCo 

'H-NMR (CDC 1 4 0 OMHz) : 6 A . 02 (s, 3H), 4. 03 
(s. 3H), 4. 47 (d, J = 5. 9Hz, 2H). 5. 7 8 - 5. 9 0 (m, 
IH). 6. 46 (d, J = 5. 4Hz, IH), 6. 7 4 - 6. 9 9 (m, 4H). 
7. 03-7. 14 (m, IH). 7. 3 5 - 7. 4 4 (m, 2H), 7. 50 (s. 
IH), 8. 16 (t, J = 9. OHz. IH), 8. 47 (d, J = 5. IHz, 
1 H) 

m^WMf^m. ( F D - M S , m/ z ) : 4 8 3 (MO 
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mmm2 n- {4- rce. h4^->-4-^y u;i/) ^^v] -2-7 

)l^ny -N' - (2 -7;i/:tDX5^;i/) '^I/T 

4- [(6, 7 -i/^ h=t^>^- 4 - + y U;W ^4^->] - 2 - >';i/;^-nT;iU > 
( 1 0 Omg) ^ h;L^X> ( 1 Om 1 ), h U X5^;i/7 5 > ( 0 . SmDfciinISi 
>>'i^7Dn;>C^> ( 1 . 0ml) izmMl^fc h Vn^xy> (4 7mg) 
^iJUPiX s^mijummmi^fz. mzmM2-y)V^u:i.^)\^7^y (4 2mg) 

MffiT?§$*^MSLTt#en;t?l^^, ^ pn4^;PA/7'-tr h> (2/i) 
iK^7 2 %Tt#/tc 

'H-NMR (DMSO-de, 400 MH z ) : 5 3 . 4 0 (m, 1 H), 3 . 4 
7 (m,lH), 3. 93 (s, 3H), 3. 95 (s. 3H), 4. 42 (t, J 
= 4. 9Hz. IH), 4. 54 (t, J=4. 9Hz, IH), 6. 51 (d, 
J = 5. 4Hz, IH), 6. 88 (m, IH), 7. 05 (m, IH), 7. 28 
(dd, J = 2. 7Hz, J = ll. 7Hz, 1 H), 7. 40 (s, IH), 7. 
49 (s, IH), 8. 21 (m, IH), 8. 47 (br, IH), 8. 48 (d, 
J = 5. 4Hz, IH) 

MS57^*fM (E S I -Ad S, m/'z):4 0 4 1 ) 

^»!l3 : N- (4- [(6. 7 ->^y h^'>-4-4^y U;U) :t=l^'>] - 2- 

7;ix^n:7 jix;i/} -n' - ( 2 - e U >^;i/p<^;i/) '^i/T 

4 - [(6 , 7 -'J^V^iy- ^) )V) -^^iy] - 2 -:7;U^nTXU > 

( 1 0 Omg) ^ N;i/X> (5ml). N Ux^Jl/TS > (1ml) tC^^LTtf^, 
PDp<r$^>tc^^Lfc h U5j^xy> (i0 4mg) ^im^i: ^) y ^ v ^ 7.^ 

tfu>^> (4 0^1) ^Ijp^. ;&nf^a»ft^2B#r«^Lfc<> >^jl::?^('tS?n^^7K^^ 

h U -^ATKr^^i^ (1ml), ^ □□xt^;i/A (2ml) V^±\zU.m\^. 
^nnzK;i'ATfflttlL7tc MiETi^$«^ MS LT#e. nfc?5^ ^, ii^pn^jUA 
/y^y— ;K8/1) -vmm^^iy^J ti^'JU^ h^'^-7^-tCcfc O^KU. 
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'H-NMR (CDCI3, 400MHz):(54. 07 (s, 3H),4. 09 (s, 
3H). 4. 61 (d,J = 5. 4Hz. 2H), 6. 4 0 - 6. 5 0 (br, 1 
H). 6. 61 (d, J = 5. 9Hz, IH), 6. 92-7. 01 (m. 2H), 
7. 21-7. 25 (m, IH), 7. 36 (d, J = 7. 8Hz, 1 H), 7. 
56 (s, IH). 7. 6 8 - 7. 7 8 (m. 2H), 7. 75 (s. IH), 8. 
2 7 - 8. 3 4 (m, IH). 8. 49 (d, J = 6. IHz. IH). 8. 55 
(d, J=4. IHz, IH) 

nm^^mm (fd-ms, m/z) 448 (mo 

mmm4 : N-TVJl-N' - (4- [(6, 7 h^'>-4-^y U;i^) :t 

4 - [(6. 7 -i/p< 4 U;U) - 2 -7;i/:tD7'- ij > 

(1 0 Omg) ^ h;i/X> (5ml), h UX^;U7 = > (1ml) 
>?i:7pn^^>(;?g^L7t h U^xy> (10 4mg) t:UUA.. 
mLfz. >XIZTVJ17^> (2 2mg) ^iP^T. ^ e. {CjD#ftM»?f ^ 4 Bfr^l Lfco 
>KJ^;^^^^CtafP^®^7K^■;^ h U •>A7K?§V^ ( 1 m 1 ), i^nDTjNjPA (2ml) ^iJU 

^ -izjzDmmt-. ^iMco^b-g-^j^ 1 2 5mg. W9 sx-vmrc. 

'H-NMR (CDC 1 3, 4 0 OMHz) : 6 3. 9 1 - 3. 9 6 (m. 2H). 

4. 06 (s, 3H) ,4. 09 (s,3H), 5. 14-5. 20 (m. IH). 

5. 2 6 - 5. 3 3 (m. IH). 5. 5 8 - 5. 6 6 (br. IH), 5. 86 
-5. 98 (m, IH). 6. 56 (d. J = 5. 9Hz, IH). 6. 88-7. 
01 (m. 2H), 7. 23 (s, IH), 7. 55 (s. 1 H). 7. 66 (s. 
IH), 8. 2 6 - 8. 3 3 (m. IH). 8. 47 (d, J = 5. 9Hz, 1 H) 

nrn'T^^Irm (FD-MS. m/z) : 3 9 7 (M*) 
mmM5 : N- (4-r (6, 7 -v^y h^->-4-^y U;i/) :t4^->l-2 - y 
)l:tuy x.:r.;i} -n' -y°n\^)lO U7 

4-[ (6. 7 -iy:Ah^iy-4-^y VJl) :t^>']- 2 - y Jl^^UT > 
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(1 0 Omg) ^ h;i/X> (10ml). H UX9^;P75 > (2ml) IzmMLfz 
ft, iy^nn}<^>\zmMLrzh'J^xy> (1 0 4mg) ^iu^X 5 ^mijum 

mmvfzo 'Aizy" a ]d JIT ^> (2 9mg) ^jjo^. 4 o^mi3umm^Ltzo k 
^nu-tsji^Ay^s^y-ji (10/1) 'xmm-r^mmiyotiyji^^nTh^''y 

y^-iZ^OmmL. «SO<b-&#J^8 9mg, iR^7 1%Tf#^c. 
'H-NA/[R (CDCI3, 400MHz):(50. 97 (t, J = 7. 6Hz, 3 
H). 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s, 3H). 4. 06 (s. 3H), 5. 11 (t, J = 5. 4Hz, IH), 
6. 51 (d, J = 5. 4Hz. IH). 6. 7 4 - 6. 7 6 (m, 1 H), 6. 
91-6. 99 (m, 2H), 7. 48 (s, IH). 7. 52 (s. IH), 8. 
18-8. 23 (m, IH). 8. 49 (d. J = 5. 6Hz. 1 H) 
Kfi^^^rM (FD-MS. m/z) : 3 9 9 (MO 

mmme :N-{4-[(6, 7 -i^?^ h^-y- 4-=^y JD :t^zy] -2-y 

)V-tuy -N' - {4-y Jl-^j-uy^^jv) OUT 

4 - [(6. 7 -iyyh^iy-4-^y^})V) ::^-^~>] - 2-y )V^nT~^) > 
( 1 0 Omg) ^ h;Ux> (6m 1 ). h U x^^jl^y 5 > ( 1 . Om\) IzMM^ 

MLfcm. i^^nny^> (1. Om l ) IzmMi^fc h U^t^7^y> (1 0 4mg) 

4-yju^ny^jiT^>i^m^ (5 5mg) ^mxx. ^iz2mmmmmfM 
Lfzo Kit^mzimummyKmi-hvoAyi^mm^m^. ^□p*;uATadBL, 
^nnyt^jiAm^myK^m.'^ h u AT$!;^ L/co mjB^Tmm^^^Lxn^n 
rzim-^^. ^uuit^)vi./T^vy (2/1) TM§it--5>>-u;^y;p^p-7 h^- 

yy ^ -iZ^OmmL. mmo^it-^i^^S Omg. iR^5 5%Tt#/to 
'H-NMR (CDC 1 3, 4 0 OMHz) : 5 1 . 6 6 - 1. 8 7 (m, 4H), 

3. 3 3 - 3. 4 0 (m, 2H). 4. 04 (s. 3H), 4. 05 (s, 3H), 

4. 44 (t, J = 5. 6Hz, IH), 4. 56 (t, J = 5. 7Hz. IH), 
4. 90 (t, J = 5. 7H, z, IH), 6. 4 8 - 6. 5 2 (m, 2H), 6. 
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9 3 - 7. 0 2 (m. 2H), 7. 42 (s, IH), 7. 51 (s. IH). 8. 
15 (t. J=8. 9Hz. IH), 8. 50 (d, J = 5. IHz, 1 H) 
M«^Wfi (FD-MS. m/z ) : 4 3 1 (MO 

mmm? N- {4- [Ce, 7->^^ h=^'>-4-^y U;|/) :t4^->] -2-y 
)l^nyx.-;i} -n' - (2-ynhf-;i/) ^yUT 

4- [(6, 7 -i/^ h4^->- 4 -^y :t=^^'>] - 2 -y;i^nT~v > 
(1 50mg) ^^DD (10ml), h U X9^;i/T 5 > (2ml) iZ^M 

-y^un^^ >\zmMl^rch^J^^xy> (15 6mg) ^iP^T 1 O^rs^Jn 
mm-^MLfzo >^nyn/\°;u^;i/T5 > (5 3mg) ^in^T, $ ^ 3 0 ^reliin 

f#^>n7t?5$^. ^ □o/js;i/A/^T-fe h> (2/1) •rMr?it-'i)->u:^y;i/i^n 

'H-NMR (DMSO-ds, 40 0 MH z ) 5 2. 49-2. 51 (m, 1 H), 
3. 9 0 - 3. 9 5 (m, 8H), 6. 52 (d, J = 5. IHz, IH). 6. 
8 9 - 6. 9 2 (m, IH). 7. 0 4- 7. 0 6 (m, IH), 7. 26-7. 
29 (m. IH), 7. 39 (s, IH), 7. 49 (s, 1 H), 8. 16-8. 
2 0 (m. IH). 8. 4 6 - 8. 4 9 (m, 2 H) 

mmms : N- {4- [(6, 7 -i^^h=¥iy-4-^/^))l) :t^iy] -2-y 
)l:tuy -N' -JL^JUOUT 

4 - [(6, 7 - h - 4 - y V )U) rt^iy] - 2-y)V'tU7~^) > 
( 1 0 Omg) ^ h;UX> (8m 1 ), hUx^;UT^>(l. Om\) \Ztmm 

MLtz'i^. n;i/x> (1. omi) izmmi^fzhon-^x^'y (4 7mg) 
X s^^mmm-iMLfco 'Aiz^mx-^ji^r^y (6 0mg) ^ijuplx. ^^{35 
mmmmmLrz. KJt-mzmfumm7Km-rh^joi^7Kmm^i]ux. mmj^^ji 
T^itHL, mm:r.^)im^M7\^^,mi-h^j^Axm^i^rz. m!£Tmm^^^L 
xn^ntzm-^^. ^ □□4^;i-A/7'-ti h > (2/1) TMr^i-rs/u;^^;!/^ 

n-^ h^^'^y ^ -iZ^Dmmiy. mmcOi[:-^t^^7 Omg. JK^5 3%Tt#fcc 
■H-NMR (CDC 1 3, 400 MH z ) : 6 1 . 2 1 (t, J = 7. 3Hz, 3 



wo 00/43366 



PCT/JPOO/00255 



- 53 - 

H). 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br. IH), 6. 55 (d. J = 5. 6Hz, IH), 6. 89 (dd, 
J = 2. 7Hz, J = ll. 2Hz, IH). 6. 97 (m. IH). 7. 26 (b 
r. IH). 7. 54 (s, IH), 7. 62 (s. IH). 8. 28 (t. J = 9. 
OHz. IH). 8. 47 (d. J = 5. 6Hz, 1 H) 
Ma^lffM (E S I -MS. myz) : 3 8 6 (M*+ 1 ) 

mmm9 : N-y'^-JU-N' - (4- [(6, 7-S^p< h^jy- VJl) ^ 

4- [(6. 7 -->'^ h4^v-4-4^y U;i/) - 2 - 7;!/:^ P 7- U > 

( 1 0 Omg) ^ h;i/X> (8m 1 ). h U X5^;i/T 5 > ( 1 . 0 m 1 ) {ZinfA?t 
^Lfcf^. h;UX> (1. 0ml) \Z'-mm\^f:zV'}'^s7s^'y (4 7mg) ^iPx. 
TS^^fBrnt-ftMcfELfco ^(z:7''5^;i/7 5 > (8 0mg) ^ilO^T, ^6{C5B#Fb1 

^tift^^^^. ^ann-^jlAyT±.h> (2/1) TM^T-g>i^U;tfy;U^nv 
h^'^:7^-(cJ;(9MKL, mmo^it-^!^^ 1 1 7mg, iK^8 1 %Tf#;to 
'H-NMR(CDCl3, 400MHz):50. 94 (t, J = 7. 3Hz, 3 
H), 1. 40 (m,2H). 1. 55 (m,2H). 3. 29 (dd, J = 7. 1 
Hz, J = 12. 9Hz, 2H). 4. 06 (s, 3H), 4. 09 (s. 3H). 
5. 72 (br, IH), 6. 56 (d. J = 5. 9Hz, IH), 6. 88 (d 
d. J = 2. 7Hz. J = ll. 2Hz, IH), 6. 97 (d, J = 9. OHz. 
IH), 7. 33 (s. IH), 7. 55 (s, 1 H), 7. 65 (s, 1 H). 8. 
30 (t, J = 9. OHz, IH), 8. 46 (d, J = 5. 9Hz, 1 H) 
S»^|/fM (ES I -MS, m/z) : 4 1 4 (M'+ 1) 

^t^miO:N- (sec-y^^;!/) -N' - {4 -[(6, 7 - >^;< h^~>- 4 - 

=^^yu;i/) ^^jy]- 2 -y )U:tny our 

4-[ (6. 7 ->>^> h^->- 4 -^y U;i/) :^=lPx]- 2 --7;i/::^-PTxU > 
(lOOmg). ^^uUTi^JlA (5ml), hUX5^;|/Ta> (1ml) 
Lfzm. i^i^ an yizm^Ltih ^Jyt-x^^y (i0 4mg) S^jn^TS^fel 
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Mmm^^iyfzo :fK\z. sec - y^)\^T^y (4 8 u n ^m^. 1 o^mmm 

1 7mg, iK^8 9 XXntz. 

'H-NMR (CDCl,, 400MHz):50. 95 (t. J = 7. 6Hz, 3 
H) ,1. 18 (d,J = 6. 6Hz. 3H). 1. 4 7 - 1. 5 5 (m, 2H). 
3. 7 9 - 3. 8 9 (m, IH). 4. 04 (s. 6H), 5. 28 (d, J = 8. 
IHz. IH). 6. 48 (d, J = 5. 4Hz, IH), 6. 8 9 - 6. 9 8 (m, 
2H), 7. 08 (d, J = 2. 7Hz, IH), 7. 42 (s, 1 H), 7. 51 
(s. IH), 8. 2 0 - 8. 2 4 (m, J = 9. OHz, IH), 8. 48 (d. 
J = 5. 4Hz, IH) 

mmmnm. (e s i -ms, m/z) 4 i 4 (m*+ d 

^^■Jl 1 : N- (4-r (6, 7-v?p( h^->- 4 -=t^y U ;|x) :f4^'>1-2- 
yju^nyx.~)i} -N' --f y i/T 

4-[ (6. 7 ->>-p< h:^^>'-4-^y U;i/) :t^>-]- 2 -y;i/;^-nTr:U > 
(1 0 Omg) ^^nn-t^JlA (5ml). h Ux^;i.T5> (1ml) izMMi^ 
fcik. iy^nn^^yizmMl^fzh^Jyi^xyy (I0 4mg) ^Jnx.T 5 ^F^ISn 

y^-\z^<ommL, mm(Dit^!^^Mm&oizmco 

'H-NMR (CDC 1,,4 0 0 MH z ) : 6 0 . 94 (d, J = 6. 6Hz. 6 
H), 1. 7 7 - 1. 8 4 (m, 1 H), 3. 10-3. 13 (m. 2H), 4. 0 
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz. IH), 
6. 47 (d, J = 5. 4Hz, H), 6. 8 8 - 6. 9 7 (m, 2H), 7. 1 
8 (s, IH), 7. 41 (s, IH). 7. 50 (s, IH). 8. 18-8. 2 
3 (m. IH), 8. 48 (d, J = 5. IHz, 1 H) 

nm^Mm (E S I -ms, m/z ) 4 l 4 (M'+ 1 ) 
mMM 1 2 : N- { 4 -r (6 , 7 - h4^->- 4 V JV) :t=¥iy]- 2 - 

:7;i/:^P7 -n' - (i. 2 -i^^^^jvynEjU) 
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4-[ (6. 7-i^}<h^i^-4-=^yV)l):t^iy]-2-yjl^nT=.V> 
( 1 0 Omg), nnn^JUA (5m 1 )> h ^Ji^ JUTS. > (1ml) iz^M 
Vf^W:. i^^nn}^^yizmMl^fzh^J-!i^Xdr^> (4 7mg) ^SD;^T 3 0 ^^-fsl 
m'UX-W:WLrc. mzi, 2-i^^^JUy'n\fjlTS> ( 5 5 /z 1 ) ^m^. 1 

T-feh> (2/1) xmmT^i^V:^yjl^n-^h^''^y^-\z^ijmmL. ^ 
McDik-^t/^ 8 9mg, iR^6 5 %-rf#;t, 

'H-NMR (CDClj, 400MHz):(50. 93 (d, J = 2. 2Hz. 3 
H), 0. 95 (d. J = 2. 4Hz, 3H), 1. 14 (d. J = 6. 8Hz. 
3H), 1. 7 2 - 1. 8 0 (m. IH), 3. 7 6 - 3. 8 4 (m, IH). 4. 
04 (s,. 3H). 4. 05 (s, 3H). 4. 91 (d. J = 8. 5Hz, IH). 
6. 48 (d. J = 5. 4Hz. IH). 6. 74 (d, J = 2. 9Hz. 1 H). 
6. 91-6. 98 (m. 2H). 7. 42 (s. IH). 7. 51 (s, IH), 
8. 18-8. 23 (m. IH). 8. 49 (d, J = 5. 4Hz, 1 H) 

mm^mm (es i -ms. m/z) .-4 2 8 (m*+ d 

13:N-{2-^na-4-[(6. 7 --y^ h:^^>-4-4iy ij 
^^'>] -N' -yp b:;i/'j7 IxT 

2_/7nn-4- [(6, 7->^p< h::^^->-4- + y U;U) :t4^->] T:^U>(1 
0 Omg) ^^7an:;^^;UA (7. 5ml). h Jl^JUT S > ( 1 m I) IzmML 

fzm. ^nn7t^)UAizmmLrzh^j7ts7.y> (9 9mg) ^jnAT, mmmm^ 

5^mLrzc 'AiZn -y a 1:1)17 sy (2 1mg) ^M^X. $ ^. {cSnMjjfi^ 

2mmi'rzoKmmizmmmm7m-r h u ^A7mm^ijQ^^-(V'y±^zi^mL. 
^uuyfsjiAxmtiiLrz. mEETmm^^^vxn'btirzm:^^. ^na^i^jiM. 

y-)U(8y i)xmm-t^~>^jti^'ji^n-^ h^^^y ^ -izj^ommi^. 
^mcD^\:.^<^^^mmzmrz. 

'H-NMR (CDCn, 400MHz):50. 99 (t. J = 7. 3Hz, 3 
H) ,1. 5 8 - 1. 6 5 (m, 2H). 3. 24-3. 31 (m, 2H), 4. 
04 (s. 3H), 4. 05 (s, 3H), 4. 94 (t. J = 5. 9Hz, IH), 
6. 48 (d,J = 5. IHz, IH), 6. 77 (s, IH), 7. 11 (dd. 
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J = 2. 7Hz, 9. OHz, IH). 7. 21 (d,J = 2. 7Hz, IH), 
7. 43 (s. IH), 7. 52 (s. IH), 8. 27 (d. J = 9. OHz, 
IH), 8.5 0 (d,J = 5. IHz. 1 H) 

K«^#fffl (FD-MS, m/z) : 4 1 5, 417 (M*) 
mmmi 4 :N- {2-^aD-4-r (6. 7->?p< h^->-4-=^7 U;|/) 
:t^i^}y x.~)V] -N' - (4-7;i/:^n- 2 -p<^;U7ji— ;i/) '^UT 

2-^on-4-[(6, 7-vp< h + ->-4-^y U;i/) ::r4^f>]T- U > (1 
22mg), ^^P□5^^;^A (lOml), V')X.^)VT^y (1ml) (c:?^^L 
->'^'OP^^>{3?g^L/i N U7f^xy> (llOmg) ^^JDATSO^FbI 
^■/STiti^Lfco >j^{l4 -7;U:^P - 2 - U > ( 1 2 6 1 ) ^Jnx.. 

tltzn-^^. ^^P7}^;^A/'T-k h> (2/1) TMii-r'5xU;^7y;Wi:7 p h 
^^'^:7-i'-{Cj:D*fML, M^^b-g-tJ^ 1 4 2mg, i|X^7 9 %Tt#7to 
'H-NMR (CDCI3, 400MHz):<52. 37 (s, 3H), 4. 04 (s. 
3H), 4. 04 (s. 3H), 6. 31 (s, IH), 6. 47 (d. J = 5. 1 
Hz, IH). 6. 97-7. 06 (m, 3H). 7. 11-7. 14 (m, IH). 
7. 19 (d. J = 2. 7Hz. IH), 7. 41-7. 44 (m, 2H), 7. 
50 (s, IH), 8. 35 (d, J = 9. OHz, IH), 8. 50 (d, J = 
5 . 4 H z , 1 H) 

Km^tfrM (E S I - MS, m/z) : 4 8 2 , 4 8 4 (M'+ 1 ) 
glMFlll5:N- -yu=E- 6 - 2 -N' - {2-:^ 

PP-4-r (6. 7 ->>';< h4^'>- 4 -:^y 'j;i-) j:.-)V] ^VT 

2 _/7on-4 -[ (6, 7 ->>'p< h:^'>-4 -^y U;i/) :t=¥iy]Y-^J> (1 
2 2mg), $^PP7}s;i/A (10ml), hUx5^;U7'5> (1ml) IzmML 

tzm. 'y^un^i^yizmmi^fcb^j-^xyy (iiomg) ^jjnx.T3 o^PbT 

M'U-vmWl^fzo 'Aiz6 -T ^ / - 3 -y'o^- 2 - :<^Jl'b:V (2 0 8m 

g) ^HQPi. imm^'i^-Ti'mt^Lrzo Kmtmz?^^ y-ji^mpi. mmymm^ 
^^Lxn^ntcm^^s ^ nan-^jiAXT'thy (2/1) irmmt^i-v ti 
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'H-NMR(CDCl3, 400MHz):(52. 69 (s. 3H), 4. 06 (s, 
6H). 6. 53 (d. J = 5. 4Hz, IH). 6. 56 (d. J = 8. 5Hz, 
IH), 7. 14-7. 17 (m, IH), 7. 30 (d, J = 2. 7Hz, IH). 
7. 44 (s, IH), 7. 53 (s, IH). 7. 75 (d. J=8. 5Hz. 
IH). 7. 93 (s. IH). 8. 49 (d. J = 9. OHz. IH), 8. 52 
(d. J = 5. 4Hz, IH), 11. 92 (s, 1 H) 
M«^tfffa (E S I -MS. m/z) :543. 545. 547 (M*+ 1 ) 
mmmi 6:N- {2-^nD-4-r(6, 7 -i^^ h^jy- 4-=^/ ij )l) 
:t^'>17 -N' - ( 5 - ^ a a - 2 - }i )]/) ^ UT 

2-/7nn-4-[(6, 7->^^h + ->-4-^yU;i/) ^=t^Sx]T-'J> (i 
22mg), ^^uan-^JlA (10ml), h U X^^jWT 5 > (1ml) IzmMi^ 
fzm. z^^na^^>\zmmLrzhVn^xy> (llOmg) ^;!jaAT3 O^^PbT 
^•iMLTrmWLfZo >klZ2-Y^J - 5-^nu\^Vi^> (14 3mg) ^iJD^, 

tifzj^-^^. ^uu7r^)vi^/7^hy (2/1) x^mmt^iy^)±i^^)v^u'^h 
i^'^y -izj^ommL. Mcoib-s-^^^ 1 4 8mg, lums 

'H-NMR(CDCl3, 400 MHz):d4. 06 (s. 3H), 4. 06 (s, 
3H). 6. 53 (d. J = 5. IHz, IH), 6. 95 (d. J = 8. 8Hz, 
IH), 7. 14-7. 17 (m, IH). 7. 31 (d, J = 2. 7Hz, IH), 

7. 44 (s, IH), 7. 53 (s, 1 H), 7. 6 4- 7. 6 7 (m, IH), 

8. 28 (d, 1 = 2. 7Hz. IH), 8. 5 0 - 8. 5 3 (m, 2H), 8. 
9 2 (s , 1 H), 12. 11 (b r s , 1 H) 

MS^Ifi'ffl (E S I -MS. m/z ) 485, 487, 489: (M'+ 1 ) 

17 ■• N - ( 5 -ypqE- 2 - bf'J v;i/) - N'-{2-^PP-4-f(6. 
7 ->^^ h^5>- 4 -^yU;i/) ;j-4^->17x-;U} -^IxT 

2_/7nn-4-[(6, 7->^p<h=t-->-4-^yu;i/) u > ( 1 

22mg). ^^7pdaK;UA (10ml), h'jX5^;i.T5> (1ml) IzmML 
fzm. i^^DP><^>(z?§^?Lfe N 'J^xy> (llOmg) ^Un^T 3 O^^m 
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^t^r-mWLr^. >j^{c2-75y-5-yatt°'j~>'> (i9 2mg) ^mx. 
ntzm-^^. ^uui^.)^K/T^Lvy (2/1) i:m.Wi-t^i^^)ti^)^^u^v 

^"y-y 4-\Z^r^mm:\^. ^S<7)fb^#;^ 1 0 8mg, iR^ 5 5 %-ef#7t<, 
'H-NMR (CDC I3, 4 0 OMHz) : (5 4. 0 6 (s. 3H), 4. 0 6 (s, 
3H). 6. 53 (d. J = 5. IHz, IH). 6. 80 (d, J = 8. 8Hz, 
IH), 7. 14-7. 18 (m, IH), 7. 30 (d. J = 2. 7Hz, IH). 

7. 45 (s. IH). 7. 53 (s, IH), 7. 7 7 - 7. 8 0 (m. IH). 

8. 15 (s. IH), 8. 39 (d. J = 2. 4Hz, IH). 8. 50 (d. 
J = 9. OHz, IH), 8. 52 (d, J = 5. 4Hz, 1 H). 12. 09 (b 
r s , 1 H) 

K«:^trfa (ES I -MS. m/z) :529. 531, 533 (M*+ 1) 
18:N-{2-i^DD-4-r(6. 7->?^ h^'>- 4 J U ;i^) 

-N' - (2 h4^->:7x-;i.) '^ut 

2 -i7DP-4 -[ (6. 7->^p< f.4.5>_4 
OOmg) ^^UUif-)Vh. (10ml) {Cf^^lL, 2 - p< h ^ v :7 a: " V 
y-r-V (5 4mg) ^Jn;lT6 O-CT-MI^L/io >KJ5£;?ig{C^ ^ y -;i^:&^]0 
X., Mi£T?^$S^ig^L.T#bn7c?^$^, ^□P5j^;l/A/T-ti h> (6/4) 

mg, iK^7 7 

'H-NMR (CDCl 3, 400 MHz): 53. 85 (s. 3H). 4. 04 (s, 
3H), 4. 05 (s, 3H), 6. 50 (d, J = 5. IHz, IH), 6. 89 
-6. 93 (m, IH), 6. 9 8 - 7. 0 3 (m, IH), 7. 05-7. 10 

(m, IH), 7. 14 (dd, J = 2. 7Hz, 9. OHz, 1 H), 7. 23 
(d, J = 2. 7Hz. IH), 7. 35 (s, IH). 7. 36 (s. IH). 7. 
44 (s. IH), 7. 52 (s. IH), 8. 0 5 - 8. 0 7 (m. IH). 8. 
34 (d, J = 9. OHz. IH). 8. 52 (d. J = 5. 4Hz, 1 H) 

Ma^^/ffii (E S I - MS, m/z ) :480, 482 (M*+l) 
^ttHiH 19:N-{2-^Dn-4-r(6. 7 - jy ^ h=¥'>- 4 -^y U ;[/) 
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:t^iy}y 31.11)1} -N' - (2 ^UT 

2-/7Dn-4-[ (6. 7 --J^ S4^'>-4-4^y U;U) :^^'>]7-U> (1 

2 2mg) ^^unn^JlA (1 0ml) IZI^ML. o_- h Jl-f V iy7i-~ h 

(5 9mg) ^in^T^iST-B^jtl^ibfcc >^JE&?-S{cp< ^ 7 -;u^in^, M/ET 

'H-NMR (CDCI3, 400MHz):(52. 38 (s, 3H), 4. 04 (s, 
3H), 4. 05 (s. 3H). 6. 22 (s, IH), 6. 47 (d. J = 5. 1 
Hz, IH), 7. 01 (s, IH), 7. 11-7. 14 (m, IH). 7. 18 
(d, J = 2. 7Hz, IH), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s, 
IH). 7. 46 (d. J = 6. 8Hz, IH), 7. 50 (s. IH). 8. 37 
(d. J = 8. 8Hz. IH). 8. 50 (d, J = 5. IHz. 1 H) 
Ka^tirffl (ES I -MS. m/z) : 4 6 4, 4 6 6 (M*+ 1) 
^mm2 0 :N- {2-^an-4-r (6. 7 -i^ ^ h=^zy- 4 / Jl) 
^=¥iy-\yx.-)l} -N' - (5 2 -hf'JS?;!.) ry]yy 

2-/7DP-4-[(6. 7->^^N4^i/-4- + yU;P) :f^'>]T- U > ( 1 
2 2mg). $^nP;tj;UA (10ml)> Ji^JUT ^> (1ml) izmML 
fern. i^^nn^^yizmMLrzh')7t^7.^'> (llOmg) ^iJU^T 3 o^m 
^•i^-cmWLfzo ^J^{C2-T5/-5-t°3U> (120mg) ^1]Q^. 2mm 

^DDzfK;ixA/y-fe K> (2/1) ~::'mmT^iyO:^'y)l^a-^h^'^y 
^-iZ^OmmL. 1 1 9mg. iK^6 9%Tf#fco 

'H-NMR (CDCI3. 400MHz):(52. 31 (s. 3H). 4. 06 (s, 
6H), 6. 53 (d. J = 5. 4Hz. IH). 6. 76 (d. J = 8. 3Hz. 
IH), 7. 13-7. 16 (m. IH). 7. 29 (d, J = 2. 7Hz, IH), 

7. 43 (s. IH), 7. 4 9 - 7. 5 2 (m. IH). 7. 54 (s. IH), 

8. 00 (s, IH), 8. 14 (s, IH), 8. 52 (d, J = 5. IHz, 
IH), 8. 55 (d. J = 9. OHz, IH). 12. 57 (brs, 1 H) 
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K«^^ffl (ES I -MS, m/z) : 4 6 5, 4 6 7 (M*+ 1) 
mmM2 1 :N- {2-^nD-4-r (6, 7 -i^^h^i^-4-:^yiJ)\.) 
:t=¥i^}yjz~Jl} -N' - (6 2 -bf U >^;t/) ryi^y 

22mg), ^^unn-^jUA (10ml), hUx5^;i/T5> (1ml) {C^^L 
fzm. >^^un:^^>\zmMLrch0 7i-^7.y> (llOmg) ^m^X 3 o^m 
m^r-mW^tz. ;^(36-T5y-2-tf=iij> (12 0mg) ^Uu^. 2mm 

'H-NMR (CDCI3, 400MHz):52. 57 (s, 3H), 4. 06 (s. 
6H). 6. 54 (d. J = 5. 4Hz. IH), 6. 66 (d. J = 8. IHz. 
IH). 6. 83 (d. J = 7. 6Hz, 1 H), 7. 15-7. 18 (m, IH). 

7. 30 (d. J = 2. 7Hz, IH), 7. 44 (s, IH), 7. 54-7. 
59 (m, 2H), 8. 36 (s, IH), 8. 52 (d, J = 5. IHz, IH). 

8. 57 (d, J = 9. OHz, IH), 12. 45 (s, 1 H) 
mm^^mm (E S I -MS, m/z ) : 4 6 5 , 4 6 7 (M'+ 1 ) 

mmM2 2 :N- {2-^DD-4 - [(6. 7->^^h4^->-4-4^y'j;U) :t 
^'>] -N' - U- yh^jyy j^ZDV) O UY^m^ 

2-/7nD-4-[(6, 7 -iyy Jl) ^^iy] 7-U >(1 

OOmg) ^^ODjJvjl/A (4ml) IZ^MLfc^^. 4 - y h^iyy 'J 
iyT±-h (6 0 Ail) ^JO;tT^^T— B^>Ej^:cL-/ro MffiT?§^«^@*L, # 

mL;^c?tIS^P^§l?tiiL, N-2-^Dn-4- [(6. 7 -ly y h=^iy - 4 

'H-NMR (DMSO-d., 4 0 OMHz) : 6 3 . 7 3 (s, 3H), 4. 0 
3 (s, 3H), 4. 05 (s,3H). 6. 90 (d, J = 9. 3Hz, 2H), 
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6. 97 (d, J = 6. 6Hz, IH). 7. 37-7. 41 (m. 3H), 7. 
62 (s, IH). 7. 67 (d. J = 2. 7Hz, 1 H). 8. 39 (d. J = 
9. OHz, IH). 8. 49 (s. 1 H), 8. 82 (d, J = 6. 6Hz. 1 
H), 9. 4 9 (s . 1 H) 

Mmm2 3 : N- {2 - ^nD-4-r (6. 7 - >?p< h^'>- 4 U 
^=I^'>17jl-;|/} -N' - (l--^y^Jl) OUT 

2 -/7pn-4 -[ (6. 7 -i^;<h^i^-4-^y OJl) :t=¥iy]T-V> (l 
2 2mg) ^^uuTi^jlA (10ml) (c?g^L, 1 -:J-:7 5^;U'r y S/^^h— h 

(7 5mg) ^Mx.x^'iMiX^-mmwLrco Kut-mizpi^^ /-ji^mp.. mj£T 

-y^JU^lJU^Tzo ^fftHLrz^^a^mmL. 1 0 5mg. IK^ 5 7 

'H-NMR(CDC1., 400MHz):(54. 03 (s, 3H), 4. 04 (s. 
3H). 6. 44 (d. J = 5. 4Hz, IH), 6. 72 (s, IH). 7. 10 
-7. 13 (m, 3H). 7. 41 (s. IH). 7. 48 (s. IH). 7. 55 
-7. 69 (m, 4H). 7. 8 8 - 7. 9 6 (m, 2H). 8. 15 (d, J = 
7. 6Hz, IH), 8. 3 8 - 8. 4 0 (m. 1 H), 8. 48 (d, J = 5. 
1 H z . 1 H) 

nm^^M (E S I -MS, m/z ) : 5 0 0, 5 0 2 (M'+ 1 ) 
mmW']2 4 : N- (2 , 4 -iyyjl:tny x.~Jl) -N' - [4- [(6. 7 - 
^ h4^->- 4 -^y U;i/) ^df-jy] -2, 3 --J^9-)Vy OUT 

4- [(6, 7 h4^->-4- + y U;P) ^=^^>'] -2. 3 5^;i^Tn 
U> (710mg) ^^OPa|n;1/A (7ml) (Cr^^LT^f^, 2, 4->^"7;W^ 

□ :7x-;i/-f y xT:^- h (3 i o^a i) ^Sn^TMitoft^ i BtrelLfco -ec: 
tc^a(7)x-^;u$^]nx., trtliLTt^f^^Pi^eiML, ^^cD-fb-^^;^ 7 3 5 m 

g> iK^7 0 %Tl#/z„ 
'H-NMR (CDC I3, 4 0 OMHz) : (5 2. 14 (s. 3H). 2. 2 7 
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 27 (d, J 
= 5. 4Hz. IH), 6. 7 8 - 6. 8 9 (m, 2H), 6. 95 (s, IH), 
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7. 03 (d. J = 8. 5Hz, IH), 7. 10 (s. IH). 7. 40-7. 
45 (m, 2H), 7. 61 (s. IH), 8. 03-8. 12 (m, IH), 8. 
4 6 (d, J = 5. 4Hz, IH) 
K«^t/ffi (FAB-MS, m/z) : 4 8 0 (M*+l) 

mmmz 5 n- {4-r ce, 7 ->^^ b^'>- 4-4^7 'j;i/) :t^->i-2. 

3 - >^^^;i/:7x-;i/} -n' - 2 -^^jiy ^vt 

4-[ (6. 7 h + v-4-4^y U;^ :t^>-]- 2, ?> - i> :K^)VT ' 
'J > ( 1 2 Omg) ^^^7 □n4^;i/A (10ml), h 'JX5^;UT5 > (1ml) \Z 

'^m\^tz.\k. v^uu^^y\z'mm\^tz.v'}-^-7.f> (iiomg) ^mx-zz 

o^FBl^iSTiti^L/zo i^(c4 -:7;i/;tn- 2 -y^;i/T- U > (12 6^1) 

Lxn^tirzfS.-^^. ^uuiis)V2^/ yf^^ (9 1/9) -CM f 

y;U^nv h^^7^-}CcfcDfflML, S^CD^b^^i^ 1 6 0 mg , iK^9l% 

'H-NMR (CDC 1 4 0 OMHz) : (5 2. 12 (s, 3H), 2. 2 2 (s, 
3H), 2. 25 (s, 3H), 4. 05 (s. 3H). 4. 06 (s, 3H), 6. 
24 (d, J = 5. IHz, IH). 6. 33 (s, IH). 6. 42 (s. 1 H), 
6. 9 4 - 7. 0 3 (m. 3H), 7. 43 (s, IH), 7. 4 6 - 7. 5 5 (m, 
2H), 7. 60 (s, IH). 8. 43 (d. J = 5. IHz, 1 H) 
Ka^WM (E S I -MS, m/z) : 4 7 6 (M'+ 1) 

'mmm2 6 : n- {4-r (6, i -i^^ h^i^- 4-^/ ^) )V) ^^^'>i-2, 

3 ->?y5^;ix:7 -N' - -y )V:tU- 2 - ^ 

7_ 

4- [ (6, 7-i^'p< h4^>--4- + y U;P) ^4^5>]-2. 3--^^5^;i/T- 
'J>(120mg)^i:7pn (10ml), h U X5=-;i-T 5 > (1ml) \Z 
?^^L7^ctt, -:^^Day^>{c?g«?Lfe h UxKxy> (1 1 Omg) ^mXX 3 
O'T^m'^iML-vm.WLrc. )k\z3-y)V^u-o_-7-i^'jy (13 2^1) ^1]^ 
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'H-NMR (CDCl., 400MHz):(52. 15 (s. 3H). 2. 32 (s. 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s, 3H), 6. 28 (d, J = 5. 4Hz. IH). 6. 7 2 - 6. 7 7 (m, 
IH), 6. 9 6 - 7. 0 9 (m. 3H), 7. 43 (d. J = 8. 5Hz, IH). 

7. 46 (s. IH). 7. 60 Cs, IH). 7. 62 (s, IH). 8. 02- 

8. 05 (m, IH), 8. 46 (d, J = 5. 4Hz, 1 H) 
mm^^Jfm (ES I -MS. mXz) : 4 9 2 (M'+ 1) 

mmm2 7 .• n - ( 5 - yp^- e->t.^)i- 2 - hfu z^jd - n' - (4 - r(6. 

4-[ (6. 7 -i^^ h^iy- 4 -=ir/ Jl) -t^^^]- 2, 3-V^^)\^T- 
U > ( 1 2 Omg) ^^uu-t^)Vh. (10ml), h UX5^;UT5 > (1ml) 

>>'^0P^^>{C?g^Lfe h U5tcxy> (11 Omg) ^iJQpiXS 

o^^mmur-m^vrzo 'A\z6 -y ^ y - 3 -y^a^- 2 - ;>^^ji\^v (2 
0 8mg) ^M^. immmi^-cmwi'rc. Kitsm\z^^ y-ji^^u^. m&r 

mm^^^Lxnibtitzm^^. i7on7j^;i^A/^^y— ;p (91/9) -vmm 
-r§->U;^y";i'^p-7 h^'^:7^-{cJ:D;^SSiL. SScD^b^^^^ 1 0 3mg, 
W 5 2 %Tf#/to 

'H-NMR (CDC I 4 0 OMHz) : 6 2. 16 (s, 3H). 2. 4 2 (s, 
3H), 2. 65 (s. 3H). 4. 06 (s. 3H). 4. 08 (s, 3H), 6. 
32 (d, J = 5. IHz, IH). 6. 64 (d. J = 8. 8Hz. IH). 7. 
04 (d, J = 8. 8Hz, IH). 7. 44 (s. IH). 7. 64 (s, IH), 

7. 74 (d. J = 8. 8Hz. IH). 7. 91 (d. J = 8. 8Hz, IH). 

8. 29 (s. IH), 8. 45 (d, J = 5. 4Hz, IH), 11. 30 (b 
r s , 1 H) 

Kfi^^t/fffl (ES I -MS. m/z) : 5 3 7, 5 3 9 (M'+ 1) 
mmm 28 .-N- (5-^Pn-2-fcfU >^;i.) -N' - {4 - [(6. 7->^p^ 
h^'>- 4 -^y U JU) ^^jy] -2, 3 ->>^5^;i/:7 '^U-T 

4- [(6, 7 VJl) :t^~>] ~ 2, 3-Vy^)VT- 
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'j> (3. 0 0 g) ^i:7PD.-j^;i.A (1 5 Om 1 ), h U X^;i/T5 > ( 6 m 1) 

izmmLfzWi. i^^nn:A^>^zmMLrzhv-!i^xy> (2. 7 4g) ^m^x 

^i^-C3 O^mmt^LfZo :;^{C2 5 -^DDhf U>^> (2. 3 8g) 

lt^o Mf^T^M^^^LxW'hnrzJM^^. i^DD/jNjUA/'^^y— ;i/ (2 0 
/I) xmmr^iyvtjyju^uTh^'^y^-izjzommL. ^mmt-^m^ 

3. 4 g. JK^7 7 %Tt#7^Co 

'H-NMR (CDC 1 4 0 OMHz) : 5 2 . 16 (s, 3H). 2. 3 
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, IH), 6. 89 (d, J = 8. 8Hz, IH). 7. 04 (d. 
J = 8. 8Hz, IH), 7. 44 (s, IH). 7. 6 2 - 7. 6 8 (m. 2H). 

7. 90 (d, J = 8. 8Hz. IH). 8. 23 (d. J = 2. 4Hz. IH), 

8. 45 (d. J = 5. 4Hz, IH), 8. 50 (s. IH). 11. 23 (b 
r s . 1 H) 

KM^I^rM (ES I -MS, m/z) : 4 7 9, 4 8 1 (M*+ 1) 

2 9:N- (5-yp^-2-|fU iy)V) -N' - {4-r (6, 7->? 

4-[ (6, 7 -'J^h^iy-4-^y^))V) ■^^i^]-2, 
'J>(120mg)^^nn 5t^;i/A ( l O m 1 ) , h U x.^JlT 5 > (1ml) fc 
?S^?L;^ct^, >^^nn^^>lzmMl^fzh')yt-sXy> (llOmg) ^mxx 3 
O^^m^lMiXmi^Lrzo 'AiZ2 - 7 ^ y - 5 -yu^ldO (19 2mg) ^ 

xn^ntzn-^^. ^nn:i^)UAyy^ y-)l (9 1/9) TJir?ST-5i/U:^y 

(DX"7";i/T/i;g^B^t/fi±i$«lxL, ^^cofb^ijti^s Omg. mm4i%xn 

'H-NMR (CDC I3, 4 0 OiMHz) : 6 2. 16 (s . 3H). 2. 3 8 (s , 
3H), 4. 06 (s, 3H), 4. 08 (s. 3H), 6. 31 (d, J = 5. 1 
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Hz, IH), 6. 96 (d, J = 8. 5Hz, IH), 7. 03 (d. J = 8. 
8Hz. IH), 7. 45 (s, IH). 7. 64 (s, IH), 7. 75-7. 7 
7 (m, IH), 7. 89 (d, J = 8. 8Hz, 1 H), 8. 31 (d, J = 2. 
4Hz, IH), 8. 45 (d. J = 5. 4Hz. IH). 8. 81 (s. IH), 
11. 17 (b r s , 1 H) 

(E S I -MS. m/z) : 5 2 3. 5 2 5 (M*+ 1) 
mmmS O : N- {4-r (6, 7->?^ VJD :t^i^]-2, 

3-z^^^)Vy:r.~)V) -N' - ( 2 - ^ -> 7 ji - ;i^) r>l^T 

4-[ (6. 7-i/'p< N:^>'-4-4^y U;i/) :t=^'>]-2, 3 - v^'^ 5^;i/T - 
U> (120mg) ^^on^;i.A ( 1 0 m 1 ) 2-^h^iyy:r.- 

;i/-r y->T-;H- h (eo^i) ^iJDx.TS?aTr— M^^L/to >s;^;M{c^:^y- 
^;itz#»cDx-7^;i/^i]n;lfco WffiUfclS^B^JilxL, ^Mco^b-^t/^ i 3 i 

mg. iK^ 7 5 %Tf#7^o 

"H-NMR(CDC1j, 400MHz):(52. 16 (s, 3H), 2. 32 (s, 
3H), 3. 81 (s, 3H). 4. 06 (s. 3H). 4. 08 (s, 3H), 6. 
25 (s, IH), 6. 26 (d, J = 5. 4Hz, IH). 6. 85-6. 87 
(m, IH), 6. 9 7 - 7. 0 7 (m. 4H), 7. 41 (d. J = 8. 5Hz, 
IH). 7. 44 (s. IH). 7. 62 (s, IH), 8. 15-8. 17 (m. 
IH). 8.4 5 (d. J = 5. 4Hz. 1 H) 

Ka^^-^ffffl (E S I -MS, m/z ) : 4 7 4 (M*+ 1 ) 
mmm2. l : N- {4-r (6, l -l^^h^jy- 4-^/ ^) )V) :t=¥zy]-2, 
3-i^y<^Jl^yx.-Jl} -N' - (2-;<^)lyn:.~)U) ^ 

4-[ (6. 7 ->^;< N + i/-4-4^y U;i/) 2. 3 - 

U > (12 Omg) uut-^)Vh. (1 0ml) \zmM\-^. o_- h JU^ Jl-f V 

T^-h (5 5w 1) ^iJUPLT^-uu-mm^i'rzo Kmmiz^^ y~ji^m^. 

^7 0 %Tf#7to 
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'H-NMR (CDCI3, 400MHz):(52. 12 (s, 3H), 2. 22 (s. 
3H), 2. 26 (s, 3H), 4. 05 (s. 3H). 4. 07 (s, 3H). 6. 
2 3 - 6. 2 8 (m, 3H). 7. 02 (d. J = 8. 5Hz, IH). 7. 14 
-7. 17 (m, IH), 7. 2 4- 7. 2 9 (m. 2H), 7. 43 (s. IH). 
7. 49 (d, J = 8. 5Hz. IH). 7. 60 (s. IH), 7. 63 (d. 
J = 7. 3Hz. IH). 8. 43 (d. J = 5. 4Hz, 1 H) 

mm^^mm (E S I -MS, m/z) : 4 5 8 (M'+ 1 ) 
Mt^MS 2 : N- (4-^^DD-2 - y^^Jly -N' - {4-\ (6. 

7-vp< h4^'>-4-^/'j;i.) :t^'>i-2. 3 -->'^^;u:7x-;i/} oi^t 

4-[ (6, 7 h4^>'-4-4^y U;i/) :^^>-]-2, 3-S>'^^;UT- 
U>(120mg)^^7DD ( 1 0 m I ) , h U X^^jPT ^ > (1ml) 

mMLfcl^. iyC^nn^^>lzmMLrzh'Jt^xy> (llOmg) ^Jo^T3 
O^rel^VSTlti^b/i, ;i^{'4 -^^7 DP - 2 -^^;UT::iU > ( 1 3 0 1 ) ^ 

Tft^n?^?^^^. (91/9) -cmmT^i^O ti^' 

'H-NMR (CDCl 3, 400 MHz): 52. 14 (s, 3H). 2. 18 (s, 
3H). 2. 27 (s, 3H), 4. 05 (s. 3H). 4. 07 (s, 3H). 6. 
24 (d, J = 5. 4Hz, IH), 6. 33 (s, IH), 6. 40 (s, IH), 
7. 03 (d. J = 8. 5Hz. IH), 7. 19-7. 21 (m, 2H), 7. 
4 2 - 7. 4 4 (m, 2H), 7. 60 (s, IH). 7. 65 (d. J = 9. 0 
Hz. IH), 8. 44 (d. J = 5. IHz, 1 H) 

Wa^tfffl (E S I -MS, m/z ) : 4 9 2 . 4 9 4 (M* + 1 ) 
mmmS 3 .• N- {4-r (6. 7 -i^^ h^>^-4-^y U;!/) :t^i^]-2, 

3 ->^^^;u:7 -n' - ( 2 - bf u >^;i/) 'yuT 

4-[ (6, 7 -i^^ h^iy- 4-:^y ^) )U) :t^Sy]- 2, 3-i^?^^)l7~ 
U > ( 1 2 Omg) uayi^JlA (10ml). h U X.^J17^> (1ml) Iz 
mMLTzm. i^^nn^^yizmmt-rzhVyt^T.^^y (11 Omg) ^mPLX3 
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O^m^^-cm^Ltzo 'AiZ2-T^yi£Vi^> (104mg) ^UD^. -miJQ 

^nn-t^Jl^AXy^^ J-JU (9 1/9) ■VMm-r^>-Vtiyjl^n-^h^'^y^ 
-iZ^VmrnV. SMCDfb-&tl^ 7 2mg. iK^ 4 4 %Tf#y^<. 
'H-NMR (CDCI3, 400MHz):(52. 16 (s, 3H), 2. 41 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d, J = 5. 4 
Hz, IH), 6. 9 2 - 6. 9 8 (m, 2H), 7. 04 (d, J = 8. 8Hz, 
IH), 7. 44 (s. IH). 7. 65 (s, IH), 7. 6 7 - 7. 6 9 (m, 
IH), 7. 97 (d, J = 8. 8Hz. IH). 8. 2 5 - 8. 2 7 (m, IH), 
8. 45 (d, J = 5. IHz. IH), 8. 72 (s, IH), 11. 77 (b 
r , 1 H) 

M«:^Wfa (E S I -MS, m/z) : 4 4 5 (M*+ 1 ) 
mmm 3 4 .• N- {4 -r (6, 7 - vp< h^'>- 4 -^y U;i/) :t^iy]-2, 

3 - vp<5^;u:7ic-;i-} -n' - (5 2 - eu ex;i/) '^71^7 

4-[ (6, 7 h^v-4-4^y U;i/) :t4^v]-2, 3 - >'^9";i^Tr: 
U > ( 1 2 Omg) ^^□□:d^;UA (10ml), h Ux5^;i/T5 > (1ml) IZ 

mmi^rcm. i^^an^^>{zmMLrzhv-^7.tr> (iiomg) ^m^xs 

0^m^'UXmWi.rz. i^{C2-T5y-5-tfnU> (120mg) ^IJUX. 
nrz¥^^^. ^uu-^s)Vh./ (9 1/9) xm.Wi-t^'y^}tsV)V^u 

•^v^^z>-7 4~\z^nmn\^. mm^Dw^^m^iiim^. jK^7 2%Tf#/to 

'H-NMR (CDC I3, 4 0 0 MH z ) : 6 2 . 15(s,3H), 2. 28(s, 
3H), 2. 39 (s. 3H), 4. 04 (s, 3H), 4. 07 (s, 3H). 6. 
32 (d, J = 5. 4Hz, IH). 6. 90 (d. J = 8. 3Hz, IH), 7. 
02 (d. J = 8. 8Hz, IH), 7. 43 (s, IH), 7. 45-7. 48 
(m. IH), 7. 64 (s, IH), 7. 99 (d, J = 8. 8Hz, IH), 8. 
06 (d, J = l. 5Hz, IH), 8. 44 (d, J = 5. 4Hz, IH), 9. 
2 3 (s, IH), 11. 7 7 (b r, 1 H) 
WWMf^m. (FD-MS, m/z) : 4 5 8 (M*) 
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mmm3 5 : N- {4-f (6. 7 --y^ h^->-4-^y :t^->1-2. 

3 - i^^5^;i/:7x-;i/} -n' - (6 2 - tf u 

4-[ (6, 7-i^^h^'>-4-=^yVJV)^^zy]-2, 3-xp^5^;i/Tr: 
U>(120mg)^i:7pp 7js;UA (10ml). h U x^;l/7 5 > ( 1 m 1 ) Iz 
mMhTzWi. i^^nn^^>izmMhrzhU^X^^> (llOmg) ^ip^TS 
O^mmi^-CmWl^fCo i^t36-T5y-2-tfniJ> (120mg) ^jD;t, 

^ □P:^^;i/A/T-fe h> (4 0/6 0) ■^Mm-^^^-Otjyjl^U'^h 
^'^y -iZ^Ommi^. ^^cD^b-g-tl^ 6 4mg. iR^3 8 %l?f#;to 
'H-NMR (CDC 1,, 4 0 OMHz) : 62. 16 (s, 3H), 2. 44 (s, 
3H), 2. 54 (s, 3H). 4. 06 (s. 3H). 4. 08 (s. 3H). 6. 
32 (d, J = 5. 4Hz, IH), 6. 61 (d, J = 8. 3Hz. IH), 6. 
82 (d, J = 7. 6Hz, IH), 7. 04 (d, J = 8. 8Hz, IH), 7. 
44 (s, IH), 7. 53-7. 57 (m, IH), 7. 65 (s, IH), 7. 
79 (s, IH), 7. 99 (d, J = 8. 8Hz. IH). 8. 44 (d, J = 

5. 1 Hz , 1 H), 11. 7 6 (b r , 1 H) 
KS^WM (FD-MS, m/z):4 5 8 (MO 

mmmS 6 :N- {4 - [(6, 7-yp<h^'>-4-^y'j;i/) - 2, 

3 - -N' - (4 h^s^:7 j:-;1/) out 

4- [(6. 7 -i^^ h^iy- 4-^/ Jl) :i-^~>]-2, 3->^^5^;UTli 
'J> (lOOmg) ^^^'□□^J^jUA (4ml) 4-;<h4^^7a: 
:::;i/-r Vv-T^- h ( 6 0 ;a I) ^SOx.T^?aT— B^fe;SJ^^Lfco mf£Tmm^^ 

]tjn^> mm^rzftm^pMmmv. ^m(Di\i^^^i 1 5mg. iR^7 8%Tt# 

'H-NMR (CDCl,, 400 MH z) : 6 2. 02 (s, 3H), 2. 30 
(s,3H), 3. 76 (s, 3H), 4. 06 (s, 3H). 4. 12 (s,3H), 

6. 46 (d, J = 6. 3Hz, IH), 6. 78 (d, J = 9. OHz. 2H), 
6. 91 (d, J=8. 8Hz. IH), 7. 39 (d, J = 9. OHz, 2H), 
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7. 67 (s. IH), 7. 69 (d, J = 8. 8Hz. IH), 7. 92 (s, 
1 H). 8. 2 0 - 8. 2 3 (m, 1 H) 

KM^tffM (ES I -MS, m/z) : 4 7 4 (M*+ 1) 
mmWijS 7 : N- (2, 4-i^yjU^nyji~)l) -N' - (4 - [(6. 7 --y 
^ 1-^^-4-4^/ U;U) ^^'>] -2, 5 ->^p<^;i^7x-;u} ry^y 

4- [(6, 7 -i?^ h^i^- VJl) :^^iy]-2, 5->?p<^;|/T- 
U> (2 0 0mg) ^i:7DP:;j^;UA (15ml) {Cjg^L/z^, 2, 4->^7;i/ 
:tnyai-;Kyi/T:^- h (88^il) ^SPX.TMjS»?t^ l 9#Pb1L/^Co Km 
^uu^.)Vl^XT±:h> (4/1) TS^-r^i/U;^y;i/i7D-7 K^'^:7 

'H-NMR (CDC 1 3, 4 0 OMHz) : 6 2 . 17 (s, 3H). 2. 26 
(s,3H), 4. 05 (s. 3H), 4. 06 (s, 3H), 6. 31 (d. J = 
5. 4Hz, IH), 6. 57 (s, IH). 6. 81-6. 95 (m, 3H), 7. 
0 0 (s, IH), 7. 4 3 (s, IH), 7. 5 5 (s, IH), 7. 5 9 (s. 
IH), 8. 05-8. 13 (m. IH), 8. 47 (d, J = 5. 4Hz, 1 H) 

KS^^tiffi (FD-MS, m/z):4 7 9 (MO 
mmm^ S : N- {4- [(6, 7 - jy^h^jy-A-^J ^) )V) :t^->] -2. 

5 -':^p<^;|/:7ji-;|/} -n' -7°p i^t 

4- [(6. 7 -i/p< h=^^>^-4-4^y U;i/) -2, b-iy^^)VT:=- 

U > ( 1 5 Omg) nnzKjl/A ( 1 3m 1 )> S U X5^;UT 5 > ( 1 . 5ml) 
{C?g^?L^cf^. ^UU^.)VL.\zmmvrzh^)^^Xf> (15 1mg) ^^D^T, 
inMilrjftS: 5 ^^WLfco :^^(cn -yn tf;PT5 > (33mg) ^ip^T. $e>{c 

i> n n7f^;i/A/'7'-fe h > (4/1) T^mmt^i^O n-^ h ^^^y ^ —iz 

^Ommi.. ^fflcD'fk'&il^^ 1 7 8mg. iR^9 5%Tt#7to 
'H-NMR (CDCI3, 400MHz):(50. 94 (t, J = 7. 3Hz, 3 
H) ,1. 51-1. 65 (m, 2H), 2. 15 (s, 3H), 2. 26 (s, 
3H), 3. 21-3. 28 (m, 2H), 4. 05 (s, 3H), 4. 06 (s, 
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3H), 4. 6 3 -4. 6 9 (m, IH). 5. 97 (s. IH), 6. 31 (d, 
J = 5. IHz, IH). 6. 98 (s. IH). 7. 43 (s, 2H), 7. 58 
(s, IH). 8. 46 (d,J = 5. 4Hz. 1 H) 
mm^mm (FD-AIS, m/z):4 0 9 (MO 
mmmS 9 : N- (4-^PD-2 - ^ :n -;i/) -N' - {4-f (6. 

7 ->^p< h^'>- 4 -4^7 U;P) :^^f>l-2, 5 - yi^^Jly x.-Jl} ryuT 
4-[ (6. 7 b4^->-4 -^y U;i/) 2. 5 - 5";i/Tr: 

U> (1 0 Omg) ^^nuTisjlJ^ (1 0ml), b'JX5^;PT5> (1ml) (c 
?^^L;^ct^. v^^PP><^>{C?g^L/thU*xy> (9 2mg) ^iQ^X 3 0 
'^mmUXmWLfz. 'JK\ZA-^uu-2-:k^)VT-^}y (44^1) ^;!jn^, 

Tzo mmLfcmFB^mmL'. ^mcDit^m^l 18mg, iK^7 8%T#;t„ 
'H-NMR(CDCl3, 400MHz):52. 16 (s, 3H). 2. 21 (s. 
3H), 2. 23 (s, 3H), 4. 05 (s. 3H). 4. 06 (s. 3H). 6. 
28 (d, J = 5. 4Hz, IH). 6. 30 (s. IH). 6. 32 (s, IH). 

6. 98 (s, IH), 7. 2 2 - 7. 2 3 (m, 2H), 7. 43 (s, IH), 

7. 58 (s, IH), 7. 5 9 - 7. 6 3 (m, 2H), 8. 45 (d. J = 5. 
1 H z , 1 H) 

Kfi^tJtM (ES I -MS, m/z) : 4 9 2, 4 9 4 (M*+ 1) 
^M^J4 0 : N- {4-r (6, 7-v>'7 h ^^->- 4 -^7 U ;U) ^4^'>l-2, 

5 ->^p<^;U7 3:-;i/} -N' - (4 -7;U:^n- 2 -7^;i^:7 j:-;|/) '^ut 

4-[ (6, 7 -iyp^h^iy-4-=^y iJJl) 2, 5->^?^^)iy~ 

U>(100mg)$:^i^pn -^JUA (10ml), h U JL^JIT 5 > (1ml) {C 
mmLfcik^ i^^nn^^>lzmMLtzh^j7t-X^^> (9 2mg) &]!]nx.T3 0 
^i-r^l^^^TitJ^bTCo 'AiZ4-y)U-tn- 2 - ^^JVT-^J > (42wl) ^JP 
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'H-NMR (CDCI3, 400MHz):(52. 15 (s, 6H), 2. 30 (s. 

3H), 4. 05 (s, 3H). 4. 06 (s, 3H). 6. 24 (s, 2H), 6. 

28 (d, J = 5. IHz. IH), 6. 94 (s. 1 H). 6. 96-7. 00 
(m, 2H), 7. 42 (s, IH). 7. 4 9 - 7. 5 2 (m, IH). 7. 58 
(s, IH), 7. 64 (s. IH), 8. 44 (d, J = 5. IHz, 1 H) 
K«5^#fM (E S I -MS. m/z ) : 4 7 6 (M*+ 1 ) 

mmm4 i .• n- {4-r (a, 7-':^p< h4^'>-4-^y u^i^) ::^^^->i-2. 

5 --y^'^Jly -N' - (3 -7;i/:^n- 2 h^'>7 Ji-;i/) ■j7U 

Z 

4-[ (6, 7 ->?p< h^i/-4 u;u) ;^-=^^->]- 2. 5 ->?^5^;i.Tli 
U>(100mg)^^nn :^;UA (1 0 m 1 ) > h U X5^;UT S > (1ml) Id 
?§^L^cf^. '>"i^nn^^>{c?§^Lfc h U ANX^r'> (9 2mg) ^m^X 3 0 
^T^m^i^xmWl^rz. :k\z3-y)V-tu-o_-TzLiyiyy (4 4 a I) ^UuX. 

xnibtirzm^^. ^uuit^)VL./T^Lvy (2x1) xmmT^i^^jtjyji^ 
h^'^y ^ -izj^rimmi^. mm(Dit^!^^ 1 2 emg, iK^s 3 %xnrzo 

'H-NMR (CDCI 3, 400 MHz): (52. 16 (s. 3H), 2. 27 (s, 
3H), 3. 83 (d. J = l. 7Hz, 3H), 4. 04 (s. 3H). 4. 07 
(s, 3H), 6. 31 (d, J = 5. IHz, IH), 6. 7 4- 6. 7 9 (m, 
IH), 6. 9 7 - 7. 0 3 (m, 3H), 7. 44 (s. IH), 7. 57 (s. 
IH), 7. 60 (s, IH), 7. 66 (s, IH). 8. 0 2 - 8. 0 4 (m, 
IH), 8. 48 (d, J = 5. IHz, IH) 

mm^mm (e s i -ms, mxz) .-492 (m'+ 1 ) 

mmm4 2 : N- (4-f (6. h^^~>- 4 -^y U;U) :t^'>1-2, 

5 -n' - (2 -7^^;[/7x-;[/) '^i^t 
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4-[ (6, 7 ->>'^ h + '>-4 -=^-7 U;i/) 2, 
U > (1 0 Omg) ^^nn^jlA (10ml) o_- hJl^)l^y>- 

m&ymm^^^vx%h>ntz.n-^^. ^uu^)vi^/T'tv> (2/1) 
iR^7 9 %-rf#rcc 

'H-NMR (CDCl., 400MHz):(52. 1 2 is, 6H), 2. 26 (s, 
3H). 4. 03 (s, 3H), 4. 05 (s. 3H). 6. 27 (d, J = 5. 1 
Hz, IH). 6. 77 (s. IH). 6. 81 (s, IH). 6. 91 (s. IH). 
7. 11-7. 15 (m. IH). 7. 22 (s. IH). 7. 24 (s. IH). 
7. 42 (s, IH), 7. 59 (s. IH), 7. 63 (d. J = 7. 8Hz. 
IH). 7. 68 (s. IH), 8. 43 (d, J = 5. 4Hz. 1 H) 

mm^m (ES I -MS, m/z) .-4 5 8 (M*+ 1) 
^mm4 3 : N- {4-r (6, 7-S^7 h^'>-4-4^y 'j;i/) :t^i^^-2, 
b-i^^^)Vyx.-)l} -N' - OUT 

4-[ (6, 7->57 h^^->-4-^y U;!-) ^^>']-2, 5 -S^p^5=-;i/7':n 
•j > ( 1 0 Omg) DD^^jl/A (1 0ml) \zmm\^. 2- ^h^i^y x.' 

}v^y i^T-r-h (49m 1) ^mA.x~mwmmm.\^r^. Kj^t^-mz^^-^ 

1) xmm-r^~>^j ti^^ji^ n-^ h^'^y^-iz^Dmmi.. mmcDit^^^^ 
mmzmtz. 

"H-NMR (CDCl 3, 400 MHz): 52. 14 (s, 3H), 2. 24 (s. 
3H). 3. 75 (s, 3H), 4. 03 (s. 3H). 4. 07 (s, 3H). 6. 
31 (d. J = 5. IHz, IH), 6. 8 4- 6. 8 7 (m, IH). 6. 95 
-7. 03 (m, 3H). 7. 06 (s. IH), 7. 44 (s. IH). 7. 56 

(s. IH), 7. 61 (s. IH). 7. 63 (s, IH), 8. 17-8. 20 

(m. IH), 8. 46 (d. J = 5. IHz, 1 H) 
K»:«'#tM (E S I -M S , m/ z ) : 4 7 4 (M^+ 1 ) 

mmm 44 .• n-(5--7'p^-6-7 2 - e u >?;i^) - n ' - { 4 - r ( e , 
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4-[ (6. 7 h^>^-4 -^y U;P) :t^>-J- 2. 5-->'y^;i.T- 
U>(100mg)^i:7Da ( 1 0 m 1 ) > h U X^;i/T 5 > (1ml) \z. 

mmiyrzm. >^^un^^>izmmLrchv-t^x^^> (9 2mg) ^so^tso 

'H-NMR(CDC1,, 400MHz):(52. 18 (s, 3H). 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s. 
3H), 6. 34 (d, J = 5. 4Hz, IH). 6. 57 (d, J = 8. 5Hz. 
IH). 6. 98 (s, IH), 7. 43 (s, 1 H). 7. 62 (s, 1 H), 7. 
70 (s, IH), 7. 74 (d, J = 8. 5Hz. 1 H). 8. 05 (s, IH). 
8. 46 (d, J = 5. 4Hz, IH), 11. 17 (br, 1 H) 
Ka^^t/ffi (ES I -MS, m/z) : 5 3 7, 5 3 9 (M*+ 1) 

mmm 45 .• n - ( 2 , e - h =^ 3 - bf u i^ju) - n ' - { 4 - r ( e . 

7 -j:^^ 4 -^y Jl) :t^->1-2. 5 - ?^;i/:7 x - ;u} -^Ixy 

4-[ (6, 7 -i^y^ h=^i^- 4-=iFy :t=¥i^]- 2, b-iy^^JVT- 

U > ( 1 0 Omg) uu-^)Vl, (10ml). h 'Jx5^;i^T5 > (1ml) \z 
mmLfcm. i^^na^^>izmmLrch^Jyt-X^'> (9 2mg) ^iJO^TSO 
^rBl^tS-eiti$L;to >^tZ3-Z5y-2, 6-iy^ h + i/t:Ui/> (7 Omg) 

^@^bTt#^nfc?^$s-, 'pm(Di7 nn7t-^)iAizmmL. ^z.\z^m(DJL—'r 

Jl^lJQTirzo ^iiiLrz'^:^^B^mML. ^ScD^t-^^j^ l 2 4 m g . iR^7 9%T 
'H-NAIR (CDC l3, 4 0 OMHz) : (5 2. 17 (s, 3H), 2. 2 7 (s, 
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3H), 3. 89 (s, 3H), 3. 95 (s, 3H). 4. 06 (s, 3H), 4. 
07 (s. 3H). 6. 31 (d, J = 5. IHz, IH), 6. 34 (d. J = 
8. 5Hz. IH). 6. 36 (s, 1 H), 6. 74 (s. IH), 6. 99 (s. 
IH), 7. 44 (s, IH), 7. 57 (s, IH), 7. 60 (s, IH), 8. 
20 (d. J = 8. 3H2, IH), 8. 46 (d, J = 5. IHz, 1 H) 
Ha^t/ffi (E S I -MS. m/z ) .-5 0 5 (M*+ 1 ) 

mmm4 e : n- {4- [(6, 7 ->>-p< ^^jy] -2. 

5 ->>'^5^;[/:7 -n' - (4 h=^f>7x-;i/) ^^I/T 

4- [(6, 7 ->^;< h + ~>-4-^y U;i') :t^>/]-2, 5-i^>^9-JlT- 
U > (lOOmg) ^^npz}^;i/A (4ml) IzmMLfc^i^. 4 - >^ h =¥iyy in. 

=.ju^ ^jiy7^-h (6 0/1 1) ^-hupLXMwv-mKJt^Lfc. mmTmm^^ 

'H-NMR (CDC 1 4 0 OMHz) : 5 2. 0 7 (s . 3H), 2. 2 6 (s, 

3H). 3. 76 (s. 3H). 4. 03 (s, 3H). 4. 08 (s,3H). 6. 

39 (d, J = 6. IHz, IH), 6. 80 (d, J = 9. OHz, 2H), 6. 

87 (s, IH). 7. 36 (d, J = 9. OHz, 2H), 7. 55 (br, 1 
H), 7. 62 (s, IH), 7. 67 (s, 1 H), 7. 80 (s, IH), 8. 

19 (br, IH), 8. 27 (d, J = 6. IHz, 1 H) 

( E S I - M S , m/ z ) : 4 7 4 (M* + 1 ) 
^Mi^!l4 7:N- {4- [(6, 7 h 4^ -4-4^7 U ;i^) ;r4^->] -2 
-n h -n' -7°d U7 

4 - [(6, 7 N^'>- 4 -4^y U;i/) :^^^] - 2- -hpy-u>(i 
5 Omg) ^^PP>J^;i/A ( 1 Om 1 ). h U X5^;^7 5 > ( 1 . 5 m 1 ) 
LT^ift, ^ n P7t^;UA{C?§^?L7:z h U AK7xy> (14 4mg) ^Sp^T« tW^m. 
^^^b6^mi.rZo 'A\Zn-y°U\:i)VT ^> ( 3 1 m g ) ^jjD^T, ^ b {C JniftM 

^OP4^;PATrfflmL;to MffiT?t$I^g*LT#6n7c?A$^, ^PD 
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n^juAXT-thy (4/1) '^'mm-r^^>v:^^ii^nT h^^y^-iz^om 

'H-NMR (CDCl,, 400MHz):(5l. 01 (t, J = 7. 5Hz, 3 
H) ,1. 5 9 - 1. 6 9 (m, 2H) ,3. 2 7 - 3. 3 4 (m, 2H), 4. 
05 (s. 3H), 4. 06 (s, 3H). 4. 95-5. 01 (br, 1 H).. 6. 
47 (d,J = 5. 4Hz, IH), 7. 43-7. 51 (m. 3H). 8. 04 
(d,J = 2. 7Hz, IH). 8. 53 (d,J = 5. 4Hz, IH). 8. 81 
(d,J = 9. 3Hz, IH), 9. 7 4 - 9. 7 9 (br. 1 H) 
KM^tJrfl (FD-MS, m/ z ) : 4 2 6 (MO 
MmWil4 8 : N- (2 . 4-i:^y)l^nyx.-Jl) -N' - { 4 - [(6 . 7 -jy 
h4^->- 4 -^y U;i/) :t^'>1 - 2 -- hD^ji-;U} -^I/T 
4- [(6, -^t^y ;f:^->] - 2 - " h □ Tin U X 1 

0 Omg) ^^:7np;t^;uA (1 Om I ), hUX5^;PT5> (1ml) izmMLfz 

6^f^\^rz.. 'A\Z2, 4 - iyy)l^:tn7~V > (45mg) ^Jn^T. ^i^iZljm 

4^;i/A/T-th> (3/1) -(:m.Wi'^^mmiy'}tif)\^^u-^V0^'7y-<-\z^ 

'H-NMR (CDCl 3, 400 MHz). -64. 05 (s. 3H), 4. 06 (s. 
3H). 6. 50 (d,J = 5. IHz. IH). 6. 91-6. 98 (m. 3H). 
7. 45 (s. IH). 7. 49 (s. IH). 7. 5 0 - 7. 5 4 (m, IH). 
7. 8 8 - 7. 9 7 (m, 1 H). 8. 05 (d,J = 2. 9Hz, IH), 8. 
54 (d,J = 5. IHz, IH). 8. 77 (d,J = 9. 3Hz. IH). 9. 
9 8 ( s . 1 H) 

KS^i-trfi (FD-iMS, m/z):4 9 6 (M') 
^;&a^J4 9 : N- { 3 , 5 ->^^DD-4-r (6. 7 ->>y h^->- 4 -^y 
■;;[/) :t^->iy -N' - (2. 4 - S>':7;i^:t D 7 Ji-;|/) tiVT 

3, 5->>-^nn-4-[ (6, 1 -i>:kV^iy- 4-^ ^ ^^l^XT- 
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U> (5 3mg) ^^an:i}^)iA (5ml) IzmMl^. 2, 4 - i^y )l:tny x. 

^u-^ h^'^y^ -iz^ommv. ^mmt^m^s 6mg, a^mi Axxnt^. 

'H-NMR (CDCl,, 400MHz):(54. 05 (s. 3H), 4. 09 (s, 
3H), 6. 26 (d. J = 5. 4Hz. IH). 6. 8 6 - 6. 9 3 (m, 2H). 
7. 05 (s, IH). 7. 44 (s. IH), 7. 46 (s. IH). 7. 60 (s, 
2H). 7. 64 (s, IH). 8. 01-8. 05 (m. IH), 8. 48 (d. 
J = 5. 4Hz, IH) 

Ki^tfffa ( F A B - M S . m/ z):520, 522, 524 (M*+l) 
^MM5 0:N- (2, 4-iyy )V^uy -N' - i2-y)\y^U- A 

- (re h4^'>- 7 - (2 -^;u:7^ u yx - 4 -^y 'j;H::^^'>} 

N- (2. 4 ->?7;Ppf □:7jc-;L') -N' - { 2 -:7;i/;^-n- 4 - [(7-t 
Hn=^i/- 6 - y h^>^-4- + y U;i') :^+~>] (2 Omg). 

m.^ti^)'^^ (7mg), B-^fbT^ h^-n-y^;i/7>^r-'5'A (2mg)> N 

- (2-^DPX5^;U) t;^^U>:^^:^ (lOmg) ^N, N - iy 

K (1ml) 7 ot:-e-^i«i$L;^Co ^^5^iSfctSfn^^7j<^^ h 

y— ;K3 0/1) Tsr^-r§r^Sv'j;^7y;p^D'x' h^'^:7^-m;0#fML, 

SMcD-fb-a-^t^^ 1 4mg, iR^5 7%Tt#/i:. 

'H-NMR (CDCl 3, 400 MHz): 52. 57 (t, J=4. 4Hz, 
4H), 2. 88 (m, 2H), 3. 69 (t, J=4. 4Hz. 4H), 3. 94 
(s, 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 (d, J = 5. 
IHz, IH), 6. 7 7 - 6. 9 5 (m. 4H), 7. 35 (s, IH), 7. 4 
3 (s, IH), 7. 9 6 - 8. 0 2 (m, IH), 8. 13-8. 17 (m, 1 
H), 8. 4 4 (d. J = 5. 1 Hz , 1 H) 

mmm^ i .-n- (2-^na-4 - {[6-yh4^'>-7 - (2 -^;i/7j^u y X 
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h^jy) :t^'>} -N' - (2, 4-i^y)V:tuy 

N- {2-^nn-4 - [(7-tiKP4^>'-6-^ V^^y- A-^ J U M :t 
4^->] yji-jl} -N' - (2, 4-i^y)V^uy r^vy ( i 7 4mg) 

N-f^p<5^;i'7f;;L.AT5 K (9ml) \Z'mm\^tz.W. mmtl ^ (64 
mg). 3'i7{[:7^h^-n-y^;PT>t:::'^A (14mg), N- (2-^OP 
X5^;i.) ^;L':^U>:^^^ (8 6mg) ^mpLfz. 7 OX:i: 17 mmm.Wik. K 

^nn;ts;PA/p^5'y-;i/ (20/1) -rSF^-rs>'U:^y;i/^n-7 h:i/^7^ 
-fCcfcDWKL, 7 5mg, iR^ 3 5 %Tt#7^Co 

'H-NMR (CDC 1 4 0 OMHz) : 5 2. 6 0 - 2. 6 7 (m. 4H). 
2. 95 (t, J = 6. OHz, 2H), 3. 71-3. 79 (m. 4H), 4. 
01 (s, 3H), 4. 33 (t, J = 6. OHz, 2H), 6. 50 (d. J = 
5. IHz, IH). 6. 8 5 - 6. 9 7 (m. 2H), 7. 09-7. 17 (m. 
2H), 7. 2 2 - 7. 2 7 (m, 2H). 7. 42 (s, IH), 7. 50 (s, 
IH), 7. 97-8. 01 (m. IH), 8. 28 (d, J = 9. OHz. IH), 
8. 51 (d, J = 5. IHz, IH) 

KM^tfiM ( E S I -MS, m/ z):585. 587 (M*+l) 
^;^F!J5 2 : N- (2, 4 - v:7;U:tn7x-;i^) -N' - (4 - {[6-;<h4^ 
^^-7- (2 -^;P^U yx h^'» -4-^y\))i,] -2. 5->^^ 

5^;U7x— ;u) ^uy 

N- (4- {[7- {^yzy)l^^iy) -Q-^h^i^-A-^^ V JUl ^=^S/} 

-2, 5 ->>'^^;i/:7ai-;u) -n' - (2, 4 ->^:7;i/:tD:7ai-;i/) '^i/y 

(3 6 6mg) ^N, N-zy^^jl7t-^)lAy^\^ (6ml) f'^^L, 7K^{b/N° 

^>>"':7A (3 6 6mg) ^ijQPi. yKmnmm.T^'i^'c im.m.WLrco Mf£'rmm 

?t^^@^LTf|=bn/i?^$ (2 13mg), mmtlO'yA (10 9mg), 30 
it^-h^-n-y^Jiyy^-^A (1 2mg), N- ( 2 - ^ a U X."^ JU) =E)U 
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^'J>:^^^ (7 4mg) ^N. N - zy y^^)l-^J]/AT ^ \^ (5ml) IzmML 

LT#^tifc?^$^. ^a^n--)UAx^^ (10X1) x-mm-r^mmzy 
5 %-rf#fco 

'H-NMR(CDCl 3, 400MHz):(52. 17 (s, 3H). 2. 27 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t. J = 6. OHz, 
2H). 3. 76 (t. J=4. 6Hz, 4H), 4. 03 (s. 3H), 4. 34 
(t, J = 6. OHz, 2H). 6. 31 (d,J = 5. 4Hz. IH), 6. 4 
7 (s, IH), 6. 81-6. 92 (m, 3H). 7. 00 (s, IH), 7. 4 
3 (s, IH), 7. 54 (s. IH), 7. 58 (s. IH), 8. 05-8. 1 
2 (m, IH), 8. 47 (d, J = 5. 4Hz, 1 H) 

'^mm 53 :N- (4 - {[6-^N::^->-7 - (2 y X - 4 

-^y'j;H :t:^'>} -2, 5 j:-;1/) -N' - 

N - (4- {[7- {^yz^)V^=^iy) - 6 h^i/- 4 -^y u;n 
-2, 5 ->>'y5^;p-7rc-;i.) -N' - (2 -y h4^~>:7x-;i.) '^71/^ (3 6 

3mg) ^N, N->^y^;i/7}^;UA7'5 H (6ml) 7i<.mi\:/'^^ i^^ 

A (3 6 3mg) ^Jn^. 7K^#SIMT^y^T 1 Mi^Lfco mi^Tmm^m^ 

^^Lxm^nr^m-^ (19lmg), mmtl^JOA (2 19mg), aOit^h 
^- n -y^;UT>t-'5'A (1 2mg), N- (2-^nnx5^;U) t;i/:J^U> 
^^±^ (14 8mg) ^N, N-zy^^JlTt^JUAY^}^ (5ml) (C?^^L70 
t:-lr 1 MI^L;^Co MiET?§$S^®^L, m^titzm-^lzyK^m^^ auTt^jlA 

t#e.nfc^^$^> ^nuTt^juAxy^ y-ji^ (10/1) Trmm-r^mmzy^Ji:] 
yji^n-v hif^y ^ -iz^fo'^mL. mmmt^^^ i o img, m^ms 5 % 
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'H-NMR (CDCI3, 400MHz):d2. 17 (s. 3H), 2. 28 (s, 
3H). 2. 64 (t, J=4. 5Hz, 4H), 2. 96 (t, J = 5. 9Hz, 
2H). 3. 76 (t. J=4. 6Hz. 4H). 3. 83 (s, 3H). 4. 04 
(s, 3H), 4. 34 (t, J = 6. OHz. 2H), 6. 30 (d,J = 5. 
4Hz, 2H), 6. 86-6. 90 (m, IH), 6. 96-7. 06 (m, 3 
H), 7. 16 (s. IH), 7. 43 (s, IH), 7. 57 (s, IH), 7. 
59 (s. IH), 8. 11-8. 16 (m. IH). 8. 46 (d. J = 5. 4 
Hz, IH) 

MMMS 4:N- (2-^DD-4- {[6-^ h4^'>- 7 - ( 2 - p< h^5>X 
- y 3L-)V) -N' - (2, 4-zyy)V^uy 

j:-;1/) ■^7 1x7 

S^p<5^;i^x;i/zK^-> K (2ml) \Z7^mit± h U '^A (6 0 w%. 1 5 3mg) 
^iipx.. 6 o°c-e 3 0^jft^^t^^?^{lb, 4 -T5 y - 3 -^nn:7a:y-;i^:^ 
(3 4 3mg) ^ImTLmETQ 1 0 ^^-jftl^ L7^c» >>'p^ K (2 
ml) tC?g^?L7^t4 -i' DD- 6 -y h + '>- 7 - (2 h^'>x h=\^-» 4^ 
yU> (254mg) ^SnA 1 1 O-CT-Mi^LT^Co MJfSf«{c:7K^AD^ ^ □ □ 

Ahjl^A/T-t N> (7/3) l:mm-t^zy^)t}tr)V'^u-^hCfyy^-\Z^K^m 
ML, 2-i:7np-4- {[(6 h^v'- 7 - (2 -p< h^xX h^^) -4 
-^J'))V]:t^iy} 7X'J >^5E^^4^<hT^?g-&«^3 3 2mg^f#/^Co ^© 
8 3mg&^nD:lN;i/A (5ml) \zmMl^. 2, 4 - >':7;l/:*-n :7 a:x;i/ 

-i'v>'T:^-h (3 2wi) ^im^-z-mmmmi^tz.o mjet?^^®^®^lt 
t#^nfc?i$^. ^ pn:^;PA/T-ti h> (2/1) X'mm-t^i^')t}y)v^u 

'H-NMR (DMSO-d6. 4 0 0 MHz) 5 3. 7 5 - 3. 7 7 (m. 2H), 
3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 6. 55 (d, J = 5. 
IHz, IH), 7. 0 4 - 7. 0 9 (m, IH), 7. 2 5 - 7. 3 6 (m, 2 
H). 7. 42 (s, IH), 7. 50 (s, IH), 7. 51 (s, IH), 8. 
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09-8. 15 (m, IH), 8. 24 (d, J = 9. OHz, 1 H), 8. 49 
(d. J = 5. 4Hz, IH). 8. 82 (s, IH). 9. 31 (s. 1 H) 

mmms 5 .-n- (2-^pd-4- (re-^ h^'>- 7 - (2-^ h=¥syx. 

>'^5";^X;^J^^^~> K (2m I ) \Z7Y-m\\L'yV^)^K (6 Ow%. l 5 3mg) 
^in^, 6 or-es o^aitM^iatcL, 4 -ts / - 3 nn^aiy-;!/:^ 
(3 4 3mg) SriP^^^STl O^^MS^L^Co :^J^f3>?p<5^;i/X;L'>J^^S^ K (2 
ml) }'?g^b7^4 -^PD- 6 h4^'>- 7 - (2 h4^'>x h^^S/) ^ 
yU> (2 54mg) ^JP^ 1 1 CCT— B^&itJ^Lfco ^KjfSl^fCjK^iJD;^^^ □ □ 

»M:M- U ':7AT^^L;to MJET?^^^@* LTt#e>ti7^c?^$ ^dd 

7^^;^A/T-fe h> (7/^3) -cmmT^i^^jti^ii-i^nTh^^^y^-iz^om 

ML. 2-^7pp-4- {[(6 h^^v-- 7 - (2 h4^>-X -4 

U;U]:t^>'} T-U >^±^^i^<i:-r^^^#;3 3 2mg^t#rc<, 
■5-^ 8 3mg^^nn^;i/A (5ml) 2 h4^->7ai-;U-r V 

fzm^^. ^ uu^.)vi^/7-\Lh> (2/1) -esr^iT§~>'j;^^';i/^o-T h>7^ 

'H-NMR (DMSO-d6, 4 0 0MHz) 5 3. 7 5 - 3. 7 7 (m. 2H), 
3. 90 (s, 3H). 3. 94 is, 3H), 4. 2 7 -4. 2 9 (m, 2H). 
6. 55 (d, J = 5. IHz, IH), 6. 8 9 - 7. 0 5 (m. 3H). 7. 
2 4- 7. 2 7 (m, IH). 7. 42 (s, 1 H), 7. 48 (d, J = 2. 7 
Hz, IH), 7. 50 (s, IH), 8. 08-8. 11 (m, IH), 8. 18 
-8. 22 (m. IH), 8. 49 (d, J = 5. 4Hz, IH), 8. 99-9. 
0 3 (m. 2 H) 

^M^J5 6:N- (2. 4-~yyjl^:tuyx.-)l') -N' - (4- {[6-^^ 
(2 h^'>X h:^-» -4-^y'jJH^4^^} -2, 3->^^ 

^;ix:7 3:x;i/) ^^i^^^ 
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N- (4- {[7- (^>z^Jl:t^iy) - 6 - h4^i^- 4 -^7 U ;i/]^4^->} 
-2, 3 -i^}<^J],y -N' - (2. 4 - i^y JU^uy j^-JP) OUT 

(2 1 3mg) ^N. N-P^^)l7t^JlAT ^ K (5m 1 ), h Ux5^;UT$ > ( l 
ml) {zmmV. ymiU-^^z^OA (4 0mg) ^SD^, tK^^H^T^^T- 

i£T?^i«^ig^LTf#bn7^:?l$ 1 84mg©5-^C09 Omg^N. N-i^^^ 
;i//t^;i/AT5 K (1. 5ml) IzmML. ^:HZmm.tlVOA (3 2mg), 3 r> 
^ty^h^-n-y^jiyy^-^A (7mg), 2 -:7''DqEX5^;i/p<5^;i/x— 

(3 2mg) ^*n^. 7 0°CT-9^»Lfco >^Jf5^i^tc:gSfDi^^7K^:^ h U >:> A 

XI) xmm-r^nmiy^)ts^')i'^u-^ h^^y ^ -\z^r>^m:\^^ ^scoft-g- 

1 1 Omgt#7^o 

'H-NMR (DMSO-d., 4 0 OMHz) : (5 1 . 9 7 Cs , 3H), 2. 1 
7 (s, 3H), 3. 31 (s, 3H), 3. 70 (t, J=4. 4Hz, 2H), 
3. 90 (s, 3H), 4. 21 (t, J=4. 4Hz, 2H). 6. 18 ( d , 
J = 5. IHz, IH), 6. 9 5 - 6. 9 8 (m, 2H). 7. 22-7. 31 
(m, IH), 7. 34 (s, IH), 7. 51 (s. IH), 7. 62 (d. J = 
8. 8Hz, IH). 8. 03-8. 10 (m. IH). 8. 36 (d, J = 5. 
IHz. IH), 8. 38 (s, IH). 8. 79 (s, 1 H) 

mmmz 7 .-n- (4 - {r6-/h^v-7 - (2-p<K^xxh=i^'» -4 

-^y 'j;i^i:t4^->} -2. 3 ->?7 5^;p:7 jix;L/) -n' - (2-7h=^'>y 

N- (4- {[7- (^>>>-;p^:^i» - 6 h^x-4 - + y >j;l'];^-=|-->} 
-2. 3-i^^^)Vy -N' - (2 -7 h4^>':7a:x;i/) -^71/7 (16 

1 mg) ^N, N-i^^'^)V^s)lAT ^ K (4m 1). h 'Jx^;i/T5 > (1ml) 

\zmm\^. yKmitz-^^^J^h. (3 2mg) ^M^. 7K SI mr^y^-e—MJ^ 

^S^g^LTftbn/!:?^^ 223mgcZ)^^cDl 1 Omg^N, N-iy^^)Vt^ 



wo 00/43366 



PCT/JPOO/00255 



- 82 - 

H (1. 5ml) izmMV. ^c: fc^^:^ U -^A (2 3mg), 30it^ 
h^-n-y^J]/T>'E-^A (5mg). 2 -y'n=EJi^J\/;A^)lJL—y^)l (2 

3mg) ^m^. 7 ox:i:-m^nLrzo Kitsm\zmfumm7Km^h^j^A7m 

^ 8 9mgt#/co 

'H-NMR (DMSO-d6, 4 0 OMHz) : (5 2. 0 0 (s. 3H), 2. 1 
7 (s, 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s. 3H), 
3. 90 (s. 3H), 4. 22 (t. J=4. 2Hz, 2H), 6. 19 (d, 
J = 5. IHz, IH). 6. 81-6. 88 (m, 2H), 6. 94-6. 97 
(m. 2H), 7. 34 (s, IH), 7. 51 (s. IH), 7. 58 (d, J = 
8. 8Hz, IH), 8. 07 (d, J=8. 8Hz, IH), 8. 36 (d. J 
= 5. IHz. IH), 8. 48 (s, IH). 8. 58 (s, 1 H) 
^^^■15 8 : N- (2, 4-i^yjU:tnyji~)l) -N' - (4 - {[6-><h^ 

i^-v- (2 h^vx h4^->- 4 -4^yu;i/] -2. 5-i^'p<^;P 

:7j:-;1/) ^ut 

N- (4 - {[ 7 - :t4^>') - 6 - p^ h=^->- 4 -4^/ 'J;^] ^^i^} 

-2, 5 ->>'p<5^;P7x-;i/) -N' - (2, 4 ->>'7;U:tD:7x-;i/) -i^I^T 
(3 6 6mg) ^N. N->^;^5^;i/7j^;L'AT5 K (6ml) {C?g^L, zK^-fb/t 
yz^^A (3 6 6mg) ^iin^, 7j<*#|SI^T^?aT 1 MJ^Lfco MffiTi^Sft 
^^^L^auTi-^JlA. y-JUizmML. -^y-i hmmLfzo 'Alz. MEET 

mm^^^i^x'i^^nrzm-^ (2 1 3mg), M^;t»U'^A (1 0 9mg), 

ity^ h y - n - y^^JlT >=E-^ A ( 1 2mg), 2 -:7'P^X^;Pp^^;i/X— 5=- 
;i/ (4 0 M 1) ^N, N-^^^5=-;i/5js;UAT5 H (5ml) izmMi'i Ot:T 1 

fzm^^. ^nnyi-^jiA/'y^ (10/1) TJir^^-r u :^ 

h^~~^-7^ -tZcfc Oiff^L. ^HcD-fb^l^^ 1 2 4mg. 1K^7 3 %T?f#7c<, 
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'H-NMR (CDCI3, 400MHz):(52. 17 (s, 3H). 2. 26 (s, 
3H), 3. 49 (s,3H), 3. 90 (t, J=4. 8Hz, 2H). 4. 03 
(s,3H), 4. 34 (t. J=4. 8Hz, 2H), 6. 30 (d, J = 5. 
IHz, IH), 6. 57 (s. IH), 6. 81-6. 95 (m, 3H), 7. 0 
0 (s, IH), 7. 43 (s. IH), 7. 55 (s, IH). 7. 57 (s, 1 

H), 8. 05-8. 14 Cm, IH), 8. 46 (d, J = 5. 4Hz. 1 H) 
MM^A^m (E S I -MS, m/z ) : 5 2 4 CM'+ 1 ) 

mmm5 9 .- N- (4- {[6-^ (2-^ h4^'>xh^'» -4- 

^yVJll :t^zy} -2, 5 ->>'p^5^;|.:7x-;i/) -N' - (2-^h^iyy:ii 

-Jl) OUT 

N- (4- {[7 - (^>i^Jl^^iy) -6 -p< h^~>- 4-=^y ^=t-i^} 
-2, 5-i^^^JUy:r.-Jl) -N* - ( 2 - p< h ^ a: -;!/) -^/l/T (3 6 
3mg) ^N, N-zy^^JU7t^JlAT^ \^ (6ml) iZ'^ML. yi^m^t/^^ z^O 

A (3 6 3mg) ^jn^> ymm^mMTmi^i: immwLrc. mBETmm^m^ 
m^LTmi^nrzm-^ (i9img), mmti^joA (iiomg), soit^h 

^- n-y'^Jl7y=E~0A (1 2mg). 2 -y'n^JL^)Up^^)lJL—y^jl (8 
Omg) S:N. N->?^5^;i/^;i^A7 5 K (5ml) izmML 7 0 "CI: 1 

^□DJj^jUA/^^y-jP (10/1) TMr^T'i)?i®->'j;t?^^;u^pv h 

if^y-i-lZ^'Ommi^. ^^^T^'fb'^^^^ 1 2 8mg, 115:^7 6 %Tt#7^o 
'H-NMR (CDCI3, 400MHz):a2. 17 (s, 3H). 2. 28 (s, 
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J=4. 8 
Hz. 2H), 4. 04 (s, 3H), 4. 35 (t, J=4. 9Hz, 2H). 6. 
30 (d,J = 5. 4Hz. IH), 6. 33 (s, IH), 6. 86-6. 90 
(m, IH), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s, IH), 7. 43 
(s, IH), 7. 56 (s, IH), 7. 58 (s. IH), 8. 12-8. 17 
(m, IH), 8. 45 (d, J = 5. IHz, 1 H) 
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mm^miS. (E S I -MS. m/z) : 5 18 (M*+ 1) 

mmme o:N- (4- ir?- (^>i^)u^=¥i^) -6-^h^i^-4-=^y 
VM-t=^i^} -2, 3 -s^^5^;u:7x-;i/) -n' - (2 - y h^i^y m-Ji) 

4 - {[7 - (^y'y)l:t=¥iy) -6-y h^iy- 4 VJl]:t=^i^} - 2, 
3 -i^y-^JlT-^J > (2 6 Omg) ^N. N - ^9-)U7t^J]^A7 ^ H (5ml) 
izmMLfcm. 2-y^h=^iyyx.-)V^Vi^7-^-h (116mg) ^iJUP^xm 

^^Lx'i^^nr^m^^. ^uu-t^jiAyyizhy (2/1) xmm-r^mmi^ 

^)tstr)VCU-^h{f^y -(—\Z^<Omm:\^. ^^(^-fb-^^J^ 1 6 9mg. iK¥4 
7 %Tt#7to 

'H-NMR (DMSO-d6, 40 OMHz) : 8 1 . 99 (s, 3H), 2. 0 
2 (s, 3H), 3. 83 (s-. 3H), 3. 90 (s,3H), 5. 25 (s, 2 
H), 6. 18 (d. J = 5. 3Hz, IH). 6. 81-6. 87 (m. 2H). 
6. 95 (d. J = 6. IHz, IH). 7. 2 9 - 7. 5 9 (m, 7H). 8. 
07 (d. J = 6. IHz, IH), 8. 35 (d, J-5. 3Hz, IH), 8. 
4 8 is, 1 H), 8 . 5 8 ( s , 1 H) 

mmme l :N-{2-^Da-4-[(6. 1 -i^y h^x- 4 -^^V'U -;i/) 

■^^jy] yx.-ji} -N' - (2, 4-z^y)U^ayj^~)U} out 

2 -^uu- A - C(6. 7 -iy^h^iy- ^4^^] TnU 
> (2 14mg) ^^UUTt^JlA (5m I) izmMLfcl^. 2, A-=Jy)V^U 

y 3u~)V-^yyT-r-v (18 0)^ i) ^"mxx i AnWiK^-L't^. ^c: 

g, iK^4 6 

'H-NMR (DMSO-d6, 4 0 OMHz) : 5 3. 98 (s , 3H), 3. 
99 (s, 3H), 7. 03-7. 10 (m, IH), 7. 2 8 - 7. 3 7 (m. 
2H), 7. 40 (s,lH), 7. 56 (s, 2H), 8. 08-8. 21 (m, 
2H), 8. 57 (s. IH), 8. 80 (s, IH), 9. 30 (s, 1 H) 
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KS^tfM (E S I -MS, m/z) : 4 8 7. 4 8 9 (M*+ 1) 
^MMG 2 :N-{2-^na-4-[(6. h^'>- 4 -^^h'/'j -;|/) 

yx.~)l} -N' -y'a if UT 

2_/7pp-4- [(6, 7 -i?pi.h^zy-4-^i-Wr.Jl) :t^i^] THU 
> (5. 1 3 g) $i7Dn/}N;i/A ( 1 0 Om 1 ), h UX5^;i^T5 > (5 Om 1 ) 
izmMVfzm. ^aun^jiA (3ml) ^zmMl^tz h 'J -^x^^y (4. 5 9g) 
^iUP^XS O^mmWl^fc. >^(Cn--7°nt!;i/T^> (2. 7 4g) ^iJP^T. 

zyV tiyjU^ n-^ h^'^yy 4 -IZ^DmmV. ^m(Dit^m^4. 14g. iK^ 
6 4 %-rf#7:i:o 

'H-NMR (DMSO-d., 400 MHz): 6 0. 91 (t, J = 7. 3Hz, 
3H), 1. 41-1. 53 (m. 2H). 3. 05-3. 12 (m. 2H), 3. 
97 (s, 3H), 3. 99 (s, 3H). 6. 99 (t, J = 5. 4Hz. IH). 
7. 22 (dd. J=2. 7Hz, 9. OHz, IH), 7. 38 (s, IH), 
7. 46 (d, J = 2. 9Hz, IH). 7. 54 (s, IH), 8. 04 (s, 
IH), 8. 20 (d, J=9. 3Hz, IH), 8. 55 (s, 1 H) 

M»^t/fM (E S I -MS, m/z ) : 4 1 7 (M*+ 1 ) 
mm\e>3 : N- {4-f (6. 7 - jy^V^ly- A-=^-)-V^)-)l) :t^iy]y 
oL-Jl} -N' -JL^JIOUT 

4 - [(6, 7 -i^^ b^i^- 4-=^-rV'JZLJl) T:zU >(5 Omg) 

^^nu^.JlA (3ml), hUx5^;i/T^> (0. 2ml) {zmMLfcm. yu 
nyis)lA\zmMl^rz h U7^^xy>(5 Omg) ^1]UPiT^WC3 o^T^mmwvfzo 
'AIZJ19-J17 2.>mmm. (6 9mg) ^m^X. ^ b fZ^iiaT— B^itl^ Lfco K 

mL. mm(Dit^!^^ 1 Omg. 1 6 %xnrco 

'H-NMR (DMSO-dB, 40 0 MH z):ei. 07 (t, J = 7. 3H 
z, 3H), 3. 11-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
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3H). 6. 10 (t. J = 5. 4Hz. IH), 7. 14 (d, J = 9. OHz. 
2H). 7. 37 (s. IH). 7. 46 (d. J = 9. OHz. 2H), 7. 55 
(s, IH), 8. 49 (br, IH), 8. 53 (s, 1 H) 
MM^^i^ (E S I -MS. m/z ) : 3 6 9 (M^+ 1 ) 
mmm6 4:N- {4-r (6, 7 ->^p< h:^'>-4-4^:^y; -;t/) :^4^->17 

jiuM -n' -yp e;U'j7ixT 

4- [(6. 7->?p< h^x-4-^^VU;i;U) T^U>(5 Omg) 

t:^□D:1^;^A (3ml), hUX5^;UT5> (0. 2 m I ) tC^^U^c^, 
nii^JlA^Z^MLfc h 'J5j^xy> (5 Omg) o^mm^Lfc. 
mz-Zfu^DVY^y (2 1/z 1) ^ilPAT, ^ b{C^?^Tr-^itJ^L7co >KJCS?^ 

tc^ ^ y -JU^M^. ^ n p 7tN;i/A/y ^ y -;i--eMPi-r SHPLctCck D L> 
Mc^-fb^^;^ 3 Omg. iK^4 7 %T#;^Co 

'H-NMR (DA^SO-ds, 4 0 0 MH z ) .-(50. 89 Ct, J = 7. 6H 
z, 3H), 1. 4 1-1. 5 0 (m. 2H). 3. 0 4- 3. 0 8 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s. 3H). 6. 15 (t, J = 5. 9Hz. 
IH), 7. 15 (d. J = 8. 8Hz, 2H), 7. 37 (s. IH), 7. 46 
(d. J = 9. OHz, 2H), 7. 55 (s, IH). 8. 48 (br, IH). 
8. 5 3 ( s . 1 H) 

nm'Amm (e s i -ms. m/z ) : 3 s 3 (m^+ 1 ) 

^»J6 5 : N-:7''-^;P-N' - {4-r (6, 7 -i^^ h^'>- 4 H 

4- [(6, 7 -->'y h4^i^-4-4^::hytJ-;i.) :^4^->] TnU> (5 Omg) 
^/7nP:J^;i/A (3ml). hUX^;i/y5> (O. 2m l) {C?§jS?Lfet^. 

ut^juAizmmi-rz h u^x^^xs omg) ^mTLxmu-c- 3 o^MmwLfzo 

^ffi(Dft;^4^^ 2 9mg, iK^4 3%T#;to 

'H-NMR (DMSO-d 6, 40 0 MH z ) : 6 0. 91 (t, J = 7. 3H 
z. 3H). 1. 2 8 - 1. 4 7 (m, 4H), 3. 07-3. 12 (m, 2H), 



wo 00/43366 



PCT/JPOO/00255 



- 87 - 

3. 97 (s, 3H). 3. 99 (s. 3H). 6. 12 (t. J = 5. 6Hz. 
IH). 7. 15 (d, J = 8. 8Hz. 2H), 7. 37 (s. IH), 7. 46 
(d. J = 9. OHz, 2H), 7. 55 (s. IH). 8. 47 (br. IH), 
8. 5 3 (s . 1 H) 
K«:J)-tffM (E S I -MS. m/z) : 3 9 7 (M^+ 1) 

mmmee .• n- {4-r (6, 7 h4^->- 4 -4^:hyu ^^iy^y 
j^-ji} -N' -^>^;i/'^UT 

4- [(6, 7->>-^ h^>--4-4^::hV'U:^;W :*-^>'] T-U> (5 Omg) 
^^un^iKjlA (3ml), hUx5^;i/T5> (0. 2ml) izmMl^fcm. 
□ 7j^;UAfC^^Lfc h U4^y;^'>(5 Omg) ^Jn^T^V^T 3 0 ^r^lffi Lfco 
;;5v:(3T5;i/T5 > (26m 1) ^^JP;1T, $ (C^iaT— ^jt^^ U/cc ;KJ$^?^{C 

'H-NMR (DMSO-ds, 400 MHz): (30. 89 (t. J = 7. IH 
z. 3H). 1. 2 7 - 1. 4 7 (m, 4H). 1. 41-1. 48 (m, 2H). 
3. 06-3. 11 (m. 2H), 3. 97 (s, 3H). 3. 99 (s. 3H). 

6. 13 (t. J = 5. 6Hz, IH). 7. 15 (d. J = 9. OHz, 2H), 

7. 37 (s. IH), 7. 46 (d. J = 8. 8Hz, 2H), 7. 55 (s, 
IH). 8. 47 (br, IH), 8. 53 (s. 1 H) 

M«^tifffl (E S I -iM S . m/ z ) : 4 1 1 (M"+ 1 ) 
^M^^J6 7 : N- (sec-:7"-g^;i/) -n' - {4-f (6, 7 ^ h^jy- 4 - 
^-rV^j-JV) ^=iriy]yj:.-JU} OUT 

4- [(6. 7 -i^^ h^iy-4-=^i-V^J=.)\^) -^=¥1^] T-UX5 Omg) 
unt^jlA (3ml). hUx5^;UT5> (0. 2ml) IzmMLt^'i^. 
n^Jl^Aizmmi^tc h 'J5j^7.^'> (5 Omg) ^ia^T^WC' 3 O^mm^LTzo 

'AlZs&c-y 9- JIT S.> (23 p. 1) ^-hu^x. ^ <^'<z^u-v—mmwLfco Km 

mz^^ J -)v^-hw^. ^uu^.)i/^/ j-)\yi:miWi-r^ii?i.c\z^K>'mm: 

mm(Dit^m^3 3ms^ 1K¥4 9 %Tt#/io 
'H-NMR (DMS O - d 6, 4 0 0 MH z):50. 88 (t, J = 7. 3H 
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z. 3H). 1. 08 Cd, J = 6. 6Hz, 3H), 1. 4 0 - 1. 4 7 (m, 
2H). 3. 5 8 - 3. 6 4 (m, IH). 3. 97 (s. 3H). 3. 99 (s, 
3H). 5. 98 (t, J=8. IHz. IH), 7. 15 (d. J = 9. OHz. 
2H), 7. 37 (s. IH), 7. 46 (d, J = 9. OHz, 2H). 7. 55 
(s, IH), 8. 38 (s, IH). 8. 53 (s. 1 H) 

nm^^m ces i -ms, m/z) .-397 (m^+ 1 ) 
nmmes n-t^j ju-n' - {4-r (6, 7 -i^^ h^z^- 4 - 

4- [(6, 7->^^ h^i/-4-:^:^yU :t^:y] T'Vy (5 Omg) 
^^na:i^)lA (3ml), hVx.^JlT^> (0. 2ml) Izmmi^fcm. 

u'j^.)VK\z.mn\^tz. h 'j*xy>(5 Omg) ^liv^x-Qm^-^ z Q "ifmmwx^tz.. 

'^\ZT^))VT^>mmM (3 1mg) ^inX-T, ^ ^.{C^?^T-^^^L/zo K 
i^L, ^M^-fb^^i^ 2 1 mg, i|X^3 3%T#;to 

'H-NMR (DMSO-dH, 4 0 OMHz) : 3. 7 3 - 3. 7 6 (m. 2H), 
3. 97 (s, 3H), 3. 99 (s. 3H), 5. 07-5. 21 (m, 2H). 
5. 8 4- 5. 9 2 (m, IH), 6. 28 (t, J = 5. 6Hz, IH), 7. 
16 (d, J = 9. OHz, 2H), 7. 38 (s, IH). 7. 47 (d. J = 
9. OHz, 2H), 7. 55 (s, IH), 8. 53 (s, IH), 8. 59 (s, 
IH) 

K«:5^*/fffi (E S I -MS, m/z ) : 3 8 1 (M^+1) 
^»(i6 9 : N- {4-r (6, 7 ->>-p( h4^v-- 4 -4^±yU -;lx) y^^=y\-y 
x-;u} -N' - (2-yai£-;u) ■j7UT 

4 - [(6, 7 V^'y- 4-^'rv'')::i.)V) ^4^^>] T" >J > (5 Omg) 
^^Dn4^;i/A (3ml), h'Jx5^;|/T5> (o. 2ml) \zMM\^fzL'\^. 

uji-^)vi^\zmm^vfz. h u:^^;^y>(5 Omg) ^m^xm^-v 3 o 'y^mm.Wi.rz.o 
'A\zy''u/^)v^)VT^ymmm. (simg) ^m^x. $ ^.f-m-sT— h^mj^l 

=t UffiS^L, M(7)ft:-^ti?:2 6mg, iK^4 1 XXntz. 'H-NMR (DMS 
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O-ds, 4 0 OMHz) : 3. 11-3. 12 (m, IH), 3. 89-3. 9 
0 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H). 6. 49 (t, J 
= 5. 9Hz, IH). 7. 17 (d, J = 9. OHz, 2H), 7. 38 (s, 
IH), 7. 48 (d. J = 8. 8Hz. 2H), 7. 55 (s, IH), 8. 53 
(s, IH). 8. 6 8 Cs, IH) 

mm^^m (es i -ms. m/z) .-379 (m"+ d 

^mm? 0 ■• N- (2. )V^u^>i^)V) -N' - {4-r (6, 7-S>' 

4- [(6, 7 ->?^ H4^i--4-4^±y'U-;W -t^zy] T-UX5 Omg) 
S:^nazN;UA (3ml), N'JX5^;i/75> (0. 2ml) tc?g^Lfcf^, 

p4^;PA{c?§^?L7t h U4^xy>(5 Omg) ^jnx.T^za-r 3 o^^rp^Mi^L/c„ 
i>:(c:2, 4->>-:7;U:tn-;>>>Vl.7'5> (2 2;^ i) ^m^x. •^ib\z'mui:- 

^m.Wi^rz.. Kmrnz}^-^ ^ nuyisjiAy:^^ y—ju-vmrnT^ 

'H-NMR (DMSO-d«, 4 0 OMHz) : 3. 9 7 (s, 3H). 3. 9 8 
(s, 3H). 4. 3 2 -4. 3 3 (m, 2H), 6. 66 (t, J = 5. 9Hz, 
IH), 7. 06-7. 10 (m, IH), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m. 1 H), 7. 3 7 (s , 1 H), 7. 4 0 - 7. 4 4 (m, 
IH), 7. 48 (d, J = 9. OHz, 2H), 7. 55 (s, IH). 8. 52 
(s . 1 H), 8. 6 9 (s , 1 H) 

mmiT^mm (E S I -ms, m/z) .-4 6 7 (M"+ 1) 
mmW^l? 1 : N- {4-r (6, 7 h^5^-4-=^^yU -;|x) ;f=^->i:7 
-n' - (2 - eu >>';!/ p<^;u) r>ixT 

4- [(6. 7->>'p< l-4^'>-4 -4-±y'U -;U) ^4^>^] T-U> (5 Omg) 
^^J'Pnzf^jUA (3ml), h^Ji^JlY^y (0. 2ml) ^3?g^L7tf^, 
nyt-JlAlzmMLfz h U:d^xy>(5 Omg) ^Jn;^T^r^T3 O^^mmWLfz. 

mmwLrzo KJt^mizy^ y-ji^jju^. ^ ouTt-^iAxy^ y—ju-a-mm-r^ 

HPLCtci; ^fflcDfh^ij^^3 Img, iK^43%T#fc 
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'H-NMR(DMSO-d6, 400MHz);3. 42 (s, 2H). 3. 98 
(s. 3H). 3. 99 (s. 3H), 7. 16-7. 19 (m, 2H), 7. 22 

-7. 27 (m, 3H), 7. 38 (s, IH). 7. 57 (s, IH), 7. 67 
(d, J = 8. 8Hz, 2H), 7. 8 8 - 7. 9 2 (m. IH), 8. 46-8. 

4 8 (m, 1 H). 8. 5 4 (s. IH). 8. 8 7 (s. IH). 12. 19 (s. 

IH) 

K«^trfl (FD-MS. m/z) : 4 3 1 (MO 

mmm7 2 :N- (2, 4-i^y)U:tnyj:.-)l) -n' - (4-r (6. 7 - 
4- [(6, 7-i>-^ h + ->-4-+:^y'J-;ix) T-'J>(5 Omg) 

-r—h (24 u I) ^mxT—mmmm^Mi^rz. mmLrc'i^^B^mm. -m^Lm: 

'H-NMR (DMSO-de, 4 0 0 MH z ) :3. 98 (s, 3H). 3. 99 
(s, 3H), 7. 0 4- 7. 0 8 (m, 2H). 7. 24 (d. J = 8. 8Hz. 
2H). 7. 2 9 - 7. 3 5 (m, IH), 7. 38 (s, IH), 7. 54 (d, 
J = 9. OHz, 2H). 7. 56 (s, IH), 8. 06-8. 14 (m, IH), 
8. 5 1-8. 5 4 (m, 1 H), 8. 5 4 (s , 1 H), 9. 11-9. 1 2 (m, 
1 H) 

nWjfm^ (E S I -MS, m/z ) : 4 5 3 (M"+ 1 ) 

■^mmi 2. : N- {4-r (6, 7 ->^p< h:^~>-4-4^^yU -;l/) :t^i^]y 
J^~)l} -N' - (4 -yjl:tny ryi^y 

4- [(6, 7 -i^^ h^iy-4-^i-V^J-JU) T^U> (5 Omg) 

uuf-)VI^ (3ml) \zmmvtz'i^. ^-y)V^uyx.-)V-iV^T-r—h 

(2 3 Ail) ^m^-x-mmmi^^tco Kmmz^-^ j-)v^m?L. ^uu^s 

;i/A/^^y-;U-Z?MFJ-r^HPLC{cJ;DWi^L. «ffic7)fC-&4^:^2 6mg. i|X 
4^3 6 %Tf#7^c.o 

'H-NMR(DMSO-d«, 400MHz):3. 98 (s. 3H), 3. 99 
(s, 3H), 7. 11-7. 15 (m, 2H), 7. 22 (d, J = 8. 8Hz, 
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2H), 7. 38 (s, IH), 7. 4 6 - 7. 5 0 (m, 2H), 7. 54 (d, 
J = 9. OHz, 2H), 7. 56 (s, IH). 8. 54 (s, IH). 8. 72 
(s, IH), 8. 7 5 (s, IH) 
K*:^tiTM (E S I -MS, m/z ) : 4 3 5 (M^+ 1 ) 

mmm? 4 .-N- {4-r Ce. 7 ->^^ h^->-4-^^yU-;|/) :t^f>17 

-n' - (2 -;>^^;i^:7 ji-;i/) ■^IxT 
4- [(6, 7 -i^^ h^iy-A-^^-^W^-Jl) TriU> (5 Omg) 

^^auTi^jUA (3ml) }C?g^L7^f^. o- Jl-( V iy7i— h (2 5 u 

^y-;L'TrMP?S-r^HPLC(Cct ^Scofb-g-if^^ 3 Omg. iK^41% 

'H-NiMR (DMSO-ds, 4 0 OMHz) :2. 26 (s, 3H), 3. 98 
(s. 3H), 3. 99 (s. 3H), 6. 9 3 - 6. 9 8 (m, IH). 7. 13 
-7. 19 (m, 2H), 7. 22 (d. J = 8. 8Hz, 2H), 7. 38 (s, 
IH), 7. 5 4 - 7. 5 6 (m, 3H), 7. 8 3 - 7. 8 6 (m, IH), 7. 
93 (s, IH). 8. 54 (s. IH), 9. 10-9. 11 (m, 1 H) 
KS^jH/fM ( E S I - M S . m/ z ) : 4 3 1 (M* + 1 ) 

mmm7 5:N- (4-r (6, 7 ->^y h4^->-4-=^^y'J :t^i^^y 
-N' - (2 -y h4^'>7x-;i/) ^1x7 
4- [(6, 7 -i^^ h^iy- :t^i^] y-ijy (5 Omg) 
^^op^;i/A (3ml) IzmMLfcik. 2 h=¥iyy x.-Jl'i Vzy7±-h 
(27 ui) ^-bu^x-mummfMLtco ^it-trnz^^ y-ju^ljux. ^nnn^ 

^45 %Tf#fe.c 

'H-NMR (DMSO-do, 4 0 OMHz) : 3. 8 9 (s . 3H), 3. 9 8 
(s, 3H). 3. 99 (s, 3H). 6. 8 9 - 7. 0 5 (m, 3H). 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s. IH). 7. 54 (d, J = 8. 
8Hz. 2H). 7. 56 (s, IH), 8. 13-8. 15 (m, IH), 8. 2 
3-8. 24 (m, IH), 8. 54 (s, IH), 9. 40-9. 41 (m, 1 
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H) 

mm^^mm (es i -ms, m/z) : 4 4 7 (m"+ d 

6 : N- {2-^nn-4-r (6, 7 - pt^ h^i^- 4 -^j-V 0 - 
)V) :t^'>17 j:— -n' -JL^)V^UT 

2-/7DD-4-[(6. 7->?^ h4^f>-4 -4^::hV'U-;i/) :t4^'>] TnU 
> (2 0 Omg) ^^nnn^JlA (5ml), h Ux5^;i/TS> (Im 1 ) izmM 

vrcm> ^nn:i^jiAizmmi^rzh'j^7.f> (i7 9mg) ^jp^T^iSTs 
o^mmwvrzo ^kizjL^juT^y^mm. (2 4 6mg) ^upat, ^e^fz^ya 

mcDit^!^^ 1 5 9mg. iK^6 5%T#;tc 

'H-NMR (DMSO-de, 40 OMH z) : 6 1. 08 (t. J = 7. IH 
z, 3H), 3. 11-3. 16 (m. 2H), 3. 97 (s. 3H), 3. 99 (s. 
3H), 6. 96 (t, J = 5. 6Hz. IH), 7. 23 (dd, J = 2. 7H 
z, 9. OHz. IH), 7. 39 (s, IH), 7. 47 (d. J = 2. 7Hz, 
IH), 7. 55 (s, IH), 8. 02 (s, IH), 8. 20 (d, J = 9. 3 

Hz , 1 H), 8. 5 6 (s . 1 H) 

K«^t/Tffl (ES I -MS, m/z) : 4 0 3 (M^+ 1) 

^t^M 7 7 : N-y5^;U-N' -(2-^na-4-f(6, 7 ->>'^ h^->- 4 

2-/7DD-4 - [(6, 7 -i^^h=¥i^-4-=^':^V^J=.M :t^iy] T~^J 
> (50mg) ^^nDA^;i/A (5ml), h'JX^;i.T5> (1ml) {C?g^?L 
tci^. ^ □ nAhJl/Atciig^fL/r h U 4^xy> (4 5mg) ^iin;tT^?a"e 3 0 
rs11ti4^b;to >kizy'^JU7 ^> (22ui) ^Jpx.t, $^{3^-^T3 o^^r^lL 

T^zc Rit-imzmumm7Kmi-hvoA7\(.mi^^iJu^^nn:^)UA'emti!,L. 

3 Omg, 1K^4 6 %Tf#fco 
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'H-NMR(DMSO-d 6, 400MHz):(50. 91 (t, J-7. 3H 
z, 3H). 1. 31-1. 46 (m. 4H), 3. 09-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t. J = 5. 6Hz. 
IH), 7. 23 (dd. J = 2. 7Hz, 9. OHz, IH). 7. 39 (s. 
IH). 7. 47 (d, J = 2. 7Hz, IH), 7. 55 (s, IH), 8. 03 
Cs, IH). 8. 20 (d. J = 9. OHz, IH). 8. 56 (s, 1 H) 

MS^tffM (E S I -MS, m/z ) : 4 3 1 (M^+ 1 ) 

^MM7 8:N-{2-^aD-4-r(6. 7 N 4^'>- 4 -^^^ U - 

;p) ^^->i:7x-;p} -n' -^>^;U'^b-T 

2-/7nn-4- [(6, 7 4 -4^±y'U -;W) :t=^iy] y~\j 
y (50mg) ^^uu x}^;i/A (5ml), h U X^;L'T ^ > (1ml) {cfg^ L 
7i^^, ^nn5js;i/A{z?g)^L;t h U Ai^y;y> (4 5mg) ^tv^X-zm^i: 2> ^ 
Pflit^Lrco ij^{CT^;i/T^> (2 6 // 1 ) ^iJP^T, $^fC^/aT3 O^WL 

$^^nn:J^;i/A/p<i$'y-;birSF?fl-r'5)HPLC(ict DfSKL, ^fflOfh^#)^ 
3 3mg, iK^4 9 %Tt#fco 

'H-NMR (DMSO-d 6, 400 MHz):50. 90 (t, J = 7. IH 
z. 3H). 1. 2 4- 1. 3 4 (m. 4H), 1. 4 3- 1. 4 8 (m, 2H), 
3. 08-3. 14 (m. 2H), 3. 97 (s, 3H), 3. 99 (s. 3H). 

6. 97 (t, J = 5. IHz, IH), 7. 23 (dd. J=2. 7Hz, 9. 
OHz, IH), 7. 39 (s, IH), 7. 47 (d, J = 2. 8Hz, 1 H), 

7. 55 (s, IH), 8. 03 (s, IH), 8. 20 (d, J = 9. OHz. 
IH), 8. 5 6 (s. IH) 

(E S I - MS, m/z ) : 4 4 5 (M"+ 1 ) 
^M-g^[]7 9 ■• N- {%^c-'7'f-)V) -N' - {2-^DD-4-f (6. 7->^;< 

2-/7pp-4_ [(6^ 7 h4^~>- 4 -4^:^y'U -;i.) r^^y^ T-'J 
> (5 Omg) ^^7nnz(^jl/A (5ml), h 'Jx^;L'T5> (1ml) fc:?g^?L 
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tz:^. ^UU7l.)VK\Z.mm\^tzV^}-^s7.fy (4 5mg) ^MX-cm^-C 2 'j^ 

'H-NMR (DMSO-d 6, 400 MHz):(50. 89 (t. J = 7. 6H 
z, 3H). 1. 09 (d, J = 6. 6Hz, 3H), 1. 4 3- 1. 4 6 (m. 
2H), 3. 5 8 - 3. 6 6 (m, IH), 3. 97 (s, 3H). 3. 99 (s, 
3H), 6. 88 (d, J = 7. 6Hz. IH). 7. 22 (dd, J=2. 4H 
z. 9. 3Hz, IH), 7. 39 (s, IH). 7. 47 (d, J = 2. 7Hz. 
IH). 7. 55 (s. IH). 7. 98 (s. IH). 8. 23 (d, J = 9. 0 
Hz, IH). 8. 5 5 - 8. 5 6 (m, 1 H) 
KS^frffl (E S I -MS, m/z ) : 4 3 1 (M^+ 1 ) 

"^mm^ 0 : N-7U;i/-N' - {2-^nD-4-r (6, 7-v^p( h^->- 4 

A - [(6, 7 h=^->- 4 -4^:^V"U^;^) ^^-^5^] T::iU 

> (5 0mg) ^^nnTj^jl/A (5m I), l-Ux^;i/T5> (1ml) 

h U*^y> (4 5mg) ^iP^T^iaT3 0^ 
r«1Mi4^L/zo ;j^{C7U;UT5>:^^:^ (2 1mg) ^i)n;lT, $^>fC^^aT3 0 

fc?^^^^ □□^;i/A/p<^y-;i.TMr?|-r§HPLC(c:ckO*iiSL. McD-fb-^ 

#J^4 5mg, iK^7 2%T#/r. 

'H-NMR (DMSO-d 6, 400 MHz): 3. 76-3. 79 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s. 3H). 5. 10-5. 24 (m, 2H), 
5. 8 5 - 5. 9 4 (m, IH), 7. 11 (t, J = 5. 4Hz. IH), 7. 
24 (dd, J = 2. 7Hz, 9. OHz, IH), 7. 39 (s, IH), 7. 
49 (d, J = 2. 7Hz, IH), 7. 55 (s, IH). 8. 14 (s, IH), 
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8. 19 (d, J = 9. OHz, IH). 8. 56 (s, 1 H) 

(ES I -MS. m/z) : 4 1 5 (M"+ 1) 
^t^ms 1 :N- {2-^aD-4-r (6. 1 -V:^ 4 - 

)]/) :^=t^->1^3i-;i.} -N' - (2 -•7°Dhf-;U) ^VT 

2_/7po-4 - [(6. 7 -v'^ h4^'>-4-4^±l/'J-;i/) T-U 
> (50mg) ^^uu it^)]/h. (5ml), H U X5^;i/T 5 > (1ml) tc^^ L 
fz.Wi. ^UU-t^)\,K\Z.mm\^tLV^)t^7.fy (4 5mg) ^JPAT^iiaT 3 0 
WaSiLfco 'K\zyun)V^)\,T^yimM (2 1mg) ^Sa^T, ^^^fC^jS 

1 %Tf#/zo 

'H-NMR (DMSO-d6, 4 0 OMHz) : 3. 16-3. 1 7 (m, IH), 
3. 9 3 - 3. 9 5 (m, 2H), 3. 97 (s. 3H). 3. 99 (s. 3H). 
7. 25 (dd, J=2. 7Hz. 9. OHz, IH), 7. 30 (t, J = 5. 
6Hz. IH). 7. 39 (s, IH), 7. 50 (d, J = 2. 7Hz, 1 H), 
7. 55 (s, IH). 8. 16 (d. J = 9. 3Hz. IH), 8. 18 (s. 
1 H). 8. 5 6 (s . 1 H) 

K«53-tfTfi (E S I - MS, m/z ) : 4 1 3 (M"+ 1 ) 

^M'^JS 2:N-{2-^nD-4-r(6, 7 -fx^ h^'>- 4 V'U - 
;U) :t=¥i^-\y m—Jl} -N' - (2, A-jyy )l-tU^yzy)V) ^UT 

2-/7Dp-4_ [(6, 7 h=^-->-4-+:hyU:=.;P) ^^-^^i^] T:^U 
> (50mg) ?:i7pn pi^jP A (5ml), h U X5^;i/y a > (1ml) L 
Ttf^. ^PP>i^;PA{C?gi^?Lfc h U5i^Xy> (4 5mg) ^tDx.T^?aT3 0^ 
mmWht^o 'A\z2, A-yy)],-tu^yiy)V7^y (22^1) ^Sn;lT, ^ 

^\zmu~r:2. 0 6fT^vtco mi^vtz'^^B^mm. i^^v^mcDit-^^^ a 8mg, 

'H-NMR (DMSO-ds, 4 0 OMHz) : 3. 9 7 (s, 3H), 3. 9 9 
(s, 3H), 4. 3 3 -4. 3 6 (m, 2H), 7. 08-7. 12 (m, 1 H), 
7. 2 2 - 7. 2 8 (m, 2H), 7. 39 (s, IH), 7. 4 2 - 7. 4 6 (m, 
IH), 7. 49 (d, J=2. 7Hz, IH), 7. 54 (s, IH), 8. 18 
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- 8 . 2 0 (m. 2 H). 8. 5 6 (s , 1 H) 

K*^#ffi (E S I -MS. m/z ) : 5 0 1 (M*+l) 

^Mm83 : N- {2-^:7DD-4-r (6. 7 -zyy^ h^jy- ~ 

;U) :^=^iy]yx.-)l} -N' - (2-^Vi^)l?i^^Jl) ryi^y 

2-^an-4-[(6. 7 -i^^ N^'>- 4 -^:hV/'J rt^v-] TinU 

> (50mg) ^i7DD:jN;i/A (5ml). hV X.^JUT S.> (1ml) IzmML 
7tft> ^nnTisjUAlzmmi^rzh^jTi^x^'y (4 5mg) ^Sqx.t^?^t 3 o ^ 
r^m^^Lfco ^^(3 2- (^5^;i/T5y) e'j->'> (ig^t^i) ^iin^x. ^^fc 

'H-NMR(CDCl 3, 400 MHz):3. 51 (s. 2H). 4. 07 (s. 
3H). 4. 07 (s, 3H). 7. 03-7. 10 (m, 2H). 7. 19 (dd. 
J = 2. 7Hz. 9. OHz. IH). 7. 35 (s. IH). 7. 36 (d. J 
= 2. 7Hz, IH). 7. 54 (s, IH), 7. 76-7. 81 (m, IH), 
8. 3 8 - 8. 4 3 (m, IH). 8. 56 (d, J = 9. OHz, IH), 8. 
6 4 (s , 1 H), 13. 5 3 (s . 1 H) 
KS^+irM (E S I -MS. mXz) : 4 6 6 (M^+ 1 ) 

^MM8 5 .-N- {2-^nD-4-r (6, 7 - jy^ 4 -^^V'U - 

;ix) :t^'>i7 -N' - (4-y)U^ny ■^vt 

2_/7pp_4_ [(6. T -^j^Y^iy- A - -^^iy^ 7" ij 

> (5 0mg) ^i:700zt^;UA (5ml) {Cf^^L;tfI, p - 7;U:tP 7a: 
<y~>T:^-h (21^1) ^Jn^T6 O^Tr mrBl»L7^Co t/fffi LT^cilg^H^ 

^II©{t:^#>^5 7mg. JR^8 1 %Tf#/i.o 
'H-NMR (DMSO-d«, 400MHz):3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 13-7. 17(m, 2H). 7. 30 (dd, J = 2. 4H 
z, 8. 8Hz, IH), 7. 40 (s, IH), 7. 48-7. 51 (m, 2H), 
7. 5 5 - 7. 5 6 (m, 2H), 8. 21 (d, J = 9. OHz, IH), 8. 
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3 1 (s. IH). 8. 5 7 (s. IH) 

KM^tffM (E S I -MS, m/z ) : 4 6 9 (M^+ 1 ) 

^mmSG : N- {2-^Da-4-r (6, 7 h^'>- - 

)V) •t^^y^yx.-M -N' - {2- :Ah^zyy 3L~)V) ^ UT 

A- [(6. 7 -iy^h^iy- A-^'rV')^.)^) ^^v] T-'J 
> (5 0mg) ^^UU7is)V2^ (5ml) flfg^Lfctt. 2 -p< h^'>7a:-;U 

Ik-^^;^ 3 9mg, W5 AXU-nrc.o 

'H-NMR (DMSO-ds, 4 0 0 MH z ) :3. 90 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s. 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 29 
(dd, J=2. 7Hz, 9. OHz, IH). 7. 40 (s. IH), 7. 54 
(d, J = 2. 7Hz, IH). 7. 56 (s. 1 H), 8. 09-8. 16 (m, 

2H). 8. 58 (s. IH). 8. 9 6 - 9. 0 2 (m, 2 H) 

nm^m& (es i -ms, m/z) .-418 (m^+ d 

^WiMS 7 : N- ( 2 - ^ nn - 4 -f (6 , 7 - jy^ h^->- 4 -=t^±y 'j - 
;i/) ::t4^->i7 ji— -N' - (5 -^pn- 2 -biU ':^;ix) out 

2 -/7 on - 4 - [(6, 7 -S?^ h4^S/- 4 -4^±yU-;P) U 
> (5 Omg) ^^DP A (5ml), h U X^;i/T S > (1ml) L 
Ttft, ^^PPTj^JUAfC?^^? L/i h U^xy> (45mg) ^iJD^T^y^T 3 0 rJj- 
mmi^Lt^o 'AIZ2 -T^/ - 5 -i7nn\:^V (2 3mg) ^Sn^T. $6. 
{C6G;STr 1 B^remi^L/ro ;^^S?^f3gSfD^^7i<^-:h N U -j? A7K?g?^g^Jo^^ P P 

7j^;L'ATttmL, ^pp^;i/A»^M7i<M3hhU'i7A-e^^L;to mmrmm 

ML. ^^COfk-g-^;^ 3 9mg. JK^5 3%Tt#fco 

'H-NMR (DMSO-dB, 4 0 0 MH z ) :3. 98 (s. 3H), 4. 00 
(s. 3H), 7. 33 (dd. J=2. 7Hz. 9. 3Hz, IH). 7. 40 
(s, IH), 7. 4 3 - 7. 4 8 (m, IH), 7. 56 (s, IH), 7. 60 
(d, J = 2. 7Hz, IH), 7. 91 (dd, J = 2. 7Hz, 9. OHz. 
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IH). 8. 35 (d, J = 8. 8Hz, IH), 8. 40 (d, J = 2. 4Hz, 
1 H), 8. 5 8 (s , 1 H), 10. 17 (s , 1 H) 
Ka^f/fM (E S I -MS, m/z ) : 4 8 6 (M-^+ 1 ) 

mmmSS .-N- {4-r (6, 7 - zy^h^i^-4-^±V^J-Jl) ;t4^->1- 

2-yjl^ny:c-)U} -n' - hf;!^*^ i^t 

4- [(6, 7 -i^}^h=¥i^- :t^iy] - 2-y}V^UT- 

U > (5 Omg) (3m 1), h U X5^;i/T 5 > ( 0 . 3 m 1 ) 

mm^^tci^. ^uut-^)Vh.\z'^m\^rch')^s7.^'y (4 7mg) ^ud^t^^^t 

3 0^FBl«i4iL/i:o ;^(i:7°nl:f;i.T5> (20;al) $iJ[I;tT, ^btZ^iST- 

HPLC{Cj;OmKL. MOfb-^ij^^ 9mg, iK^14%Tf#fco 
'H-NMR (DMSO-d 6, 40 0 MH z ) : 6 0 . 90 (t, J = 7. 6H 
z. 3H). 1. 4 3 - 1. 4 9 (m, 2H). 3. 05-3. 10 (m, 2H). 
3. 97 (s, 3H), 3. 99 (s. 3H), 6. 61 (t. J = 5. 6Hz. 
IH), 7. 0 5 - 7. 0 7 (m, IH). 7. 27-7. 31 (m. IH), 7. 
38 (s, IH), 7. 54 (s, IH), 8. 14-8. 19 (m, IH), 8. 

2 8 - 8. 2 9 (m, IH), 8. 55 (s, 1 H) 
M«^#fM ( E S I - M S , m/ z ) : 4 0 1 (M*+ 1 ) 

^Mi^J8 9 : N-7^5^;i/-N' - {4-r (6, 7 - h^S^- 4 -=^:^ V"U - 

4- [(6, 7 -iy^V^iy- A-^-y^J^)-M rt^v-] - 2 - :7;i/:^- n T - 
U > (5 Omg) ^i>DP;J^;i/A (3m 1 ), h U X5=-;i/T 5 > ( 0 . 3 m 1 ) 
?^^fL.fcf^, ^aP4^;i/i^t3fg^L/t h U5tcxy> (4 7mg) ^iP^T^^^T 

3 O^r^im^^Lfcc ^^fc::7-5-;UT5> (2 4// l) ^iP^T> ^ 6 tC^iST-H^ 

'H-NMR (DMSO-dB, 400 MHz) .-(50. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 7 (m, 4H), 3. 09-3. 13 (m, 2H). 
3. 97 (s, 3H). 3. 99 (s, 3H), 6. 58 (t, J = 5. 6Hz, 
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IH), 7. 0 4- 7. 0 7 (m. IH), 7. 28-7. 31 (m. IH), 7. 
38 (s, IH). 7. 54 (s, IH), 8. 14-8. 19 (m, IH), 8. 

2 6 - 8. 2 8 (m, IH), 8. 55 (s. 1 H) 
S«:^l/Tffl (E S I -MS, m/z) : 4 1 5 (M^+1) 

mmM9 0 : N- (sec-y^)l) -N' - {4-r (6. 7 - h4^->- 4 - 

4- [(6, 7 ->^^h=^iy-4-^-rW:=-Jl) :t=¥^>] - 2-yjl^n7- 
U> (5 0mg) ^^nu TiKjUA (3ml), h U 5 > ( 0 . 3 m 1 ) 

mmLfzm. hU^7;y> (4 7mg) ^Jn;iT^iiaT 

3 O^felitJ^^L/io :^^{Csec-:/5^;i^T5 > (2 5^1) ^SOAT, ^iblZ^i§L 

'H-NMR (DMS O - d5, 4 0 OMHz ) : 0. 8 9 ( t , J = 7. 6 Hz , 
3H). 1. 0 8 (d, J = 6. 6 Hz, 3H), 1. 3 9 - 1. 4 8 (m, 2 H) , 
3. 5 8 - 3. 6 4 (m, IH). 3. 97 (s, 3H), 3. 99 (s, 3H), 
6. 51 (d, J = 7. 6 Hz, IH), 7. 04-7. 08 (m, IH), 7. 
30 (dd, J = 2. 4Hz, 11. 7Hz, IH), 7. 39 (s, IH), 7. 
54 (s, IH), 8. 16-8. 22 (m, 2H), 8. 56 (s, 1 H) 
Ka^^frffl (E S I - MS, m/z ) : 4 1 5 (M^+ 1 ) 

^Mi^J 9 1 : N-y U;i/-N' - {4-r (6, 7->^;<h4^'>-4 -^:hVU - 

4- [(6, 7 -->';>C h4^>^-4-4^^yU:=:;i-) - 2 -yjl^n7=i 

U> (5 0mg) ^^D07j^;UA (3ml). hU3:5^;i/T5> (0. 3 m 1 ) 
r^^Lfct^, i^on^^^L'Atzrg^L/i hU4^x^'> (4 7mg) ^iu^x^i^-rr 

T^HPLCtCJ: D^ffilL, mm(Dit^!^^ 1 8mg. 2 8 

'H-NMR (DMS O - d b, 4 0 0 MH z ) : 3 . 7 5 - 3. 7 9 (m, 2 H), 

3. 97 (s, 3H), 3. 99 (s, 3H). 5. 0 8 - 5. 2 2 (m. 2H). 
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5. 8 4- 5. 9 4 (m. IH), 6. 72 (t. J = 5. 9Hz. IH), 7. 
0 6 - 7. 0 8 (m. IH), 7. 3 0 - 7. 3 3 (m, IH), 7. 39 (s, 
IH), 7. 54 (s, IH), 8. 13-8. 18 (m. IH). 8. 40 (s, 
IH). 8. 5 6 (s. IH) 

WA^mM (E S I -MS, m/z ) : 3 9 9 (M^+ 1) 

mmm9 2 .-N- {4-r (6, 7 --y^h^zy-A-^^W-Jl) pj-^'>1- 
2 -:7;u:tn:7j:-;i^} -n' - (2 -y°ahf~)i) out 

4- [(6, 7 -i^^h^i^-4-^i-V^J:^Jl) ^^i^] - 2-y)V^UT- 
U > (5 Omg) ^^noAfN;l/A (3m 1 ), hUx^;UT^>(0. 3 m 1 ) 
?^^L;^cf$, ^PP^;UA{C?t^L7t h •J^K:^y> (4 7mg) ^Jn^TMT 

?> 0 'Tfrnrnwhtz. '^k\zy'u/t)v^)VT^>m.m^ (2 9mg) ^apx.t> $6 

3 

'H-NMR(DMSO-dB, 400MHz):3. 15 (t. J = 2. 4Hz, 
IH). 3. 91-3. 94 (m, 2H), 3. 97 (s, 3H). 3. 99 (s. 
3H), 7. 07-7. 11 (m, IH), 7. 33 (dd, J = 2. 4Hz. 1 
1. 7Hz, IH), 7. 39 (s, IH), 7. 54 (s, IH). 8. 09-8. 
15 (m, IH), 8. 4 7 - 8. 4 8 (m, 1 H), 8. 56 (s. 1 H) 
nm'Mm (ES I -MS. m/z) : 3 9 7 (M*+ 1) 

^:^^ll9 3 : N- (2. 4 -i^y )l^u^yiy)V) -N' - {4-r (6. 7-v 
^ h4^->-4 -^:^V'U -;i/) 2 -y )V:tuy r^yy 

4- [(6. 7 -iy^ A-^-r^J^^-M ^^i^^ -2-7;U;tOT- 

U> (5 0mg) ^i7DazN;i/A (3ml). h U X5^;i/T 5 > (0. 3ml) \Z 
mm\^Tz.\^. ^ OD^;i/A{C?§^?L7^c h U Jj^xy> (4 7mg) ^tin^T^yST 
3 0^rBmJ^L7Co ;j^{3 2, 4 ->>--7;i/::rn^>>^;PT5 > (2 8^1) ^jn^ 

Omg, iK^2 6 %-Zrt#/tc 
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'H-NMR (DxMSO-d6, 4 0 OMHz) : 3. 9 7 (s, 3H). 3. 9 9 
(s, 3H). 4. 34 (d, J = 5. 8Hz, 2H), 7. 07-7. 11 (m, 
3H), 7. 21-7. 27 (m. 1 H), 7. 3 0- 7. 3 3 (m, IH). 7. 
39 (s, IH), 7. 41-7. 47 (m, IH), 7. 54 (s, 1 H), 8. 
12-8. 16 (m. IH). 8. 4 6 - 8. 4 7 (m, IH). 8. 5 5 (s. 
IH) 

MM^^Jfi^ (FD-MS. m/z) : 4 8 4 (M^) 

mmm9 4 :N- (2. 4->^yjU:^nyaL-)l) -n' - {4-r (6. 7 - >>' 

^ l-^->-4 -4^::hV'j -;[.) ^^^s^i- 2 - :7;i/:j-n 7 j: ^UT 

4- [(6, 7 K4-V-4 -^:hV'U-;P) ^T^^i^] - 2 -yjl^uy- 
U> (5 0mg) ^^nn^JlA (3ml) fZ^^LT^ct^. 2. 4 - >>^:7;i/:t P 
VS/T^- h (29/zl) ^SP;^T60^-e-MI4^L7to t/fttlLfclg 
^^MSi, r^^^L^aco^b-g-^;^ 5 Omg. JR^6 7%T#^Co 
'H-NMR (DMSO-de, 4 0 OMHz) :3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 0 4- 7. 0 8 (m. 1 H). 7. 13-7. 15 (m. 1 H). 
7. 2 9 - 7. 4 0 (m. 3H), 7. 5 5 (s, IH), 8. 10-8. 2 3 (m. 
2H). 8. 57 (s. IH), 8. 9 7 - 9. 0 4 (m, 2 H) 
KS^Wffl (E S I - MS, m/z ) : 4 7 1 (M^+ 1 ) 

^»19 5 : N- {4-r (6. 7 - ly ^ h^jy- 4 ZLJU) :t^iy]- 

2-y)V:i-uyx.-)i} -N' - (2 -^^;i/7a:-;U) ^ur 

4 - [(6, 7 h^iy- 4 - 2-y)l^U7~ 

•J > (50mg) ^y nrntsjiA (3ml) IzmMl^fz^i^. o- hJl-i JV-i V 

T-r— h (3 0 w 1) ^mxx6om.T:—m,m.wi^r^o KJt^m\z^^ 

mg, iR^2 4%-Irf#/zo 

'H-NMR (DMSO-dfi, 4 0 OMHz) : 2. 27 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 5 - 6. 9 8 (m, IH), 7. 12 
-7. 20 (m, 3H). 7. 3 6 - 7. 3 9 (m, 2H), 7. 55 (s, IH), 
7. 86 (d, J = 7. 8Hz, IH), 8. 21-8. 26 (m, IH), 8. 
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35 (s, IH). 8. 57 (s. IH), 9. 0 0- 9. 0 2 (m, 1 H) 

mm^^m (es i -ms. m/z) : 4 4 9 (m"+ d 

MmM9 6 : N- {4-r (6. 7 - h^'>- 4 -4^±yU :t^i^^- 
2-y)l^nyx.—M -n' - (2 h:^'>y^x-;i/) r^i^T 

4- [(6. 7 ->^p^ H^>'-4-4^-:hyU:^;i/) :t4^>-] - 2-yjU:tU7- 
U> (5 0mg) ^^nnyi^JlA (3ml) izmMLfcW:. 2 - h^^i^y x.- 
)V^Viy7-r-h (3 2Ail) &lin;^T60S-e-^«J^L7Co KJt^miz^^ y- 

-^#;^2 2mg, iK^3 0 %-rf#/io 

'H-NMR (DMSO-dfi, 4 0 OMHz) : 3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 8 - 7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, IH), 7. 3 5 - 7. 3 9 (m, IH), 7. 40 (s. 1 H), 
7. 56 (s, IH), 8. 12-8. 15 (m, IH), 8. 19-8. 25 (m, 
IH), 8. 57 (s, IH), 8. 7 5 - 8. 7 8 (m, IH). 9. 26-9. 
2 9 (m, 1 H) 

Ka^lffM (E S I -MS, m/z) : 4 6 5 (M"+ 1 ) 

'Mmm^l : N- (4-r (6, 7 -zJ yh:^iy- 4-^-rV^)-)V) :^=t^->1- 
3 -^^;i^7:n-;i/} -N' -y''u\d)V^UT 

4 - [(6 , 7 -i^y h^iy- 4 -4^:^y■u -;i/) :t4^i>] - 3 u 

> (5 Omg) ^^aajt^jl/A (3m 1 ). h U X5^;i/T 5 > ( 0 . 2ml) f::?^ 
^?Lfctt, ^^on4^;PAt3?^^?L/i h U5i^xy> (4 8mg) ^inAT^-;s-e3 
o^MJ^L^Cc :;^(cynt:;i/T5 > (20^1) ^in^r. ^ b(z^r^T-B$fe 

PLCfdJ^ OM^L, ^^CD-fl^^J^^ 3 Omg, iK^4 7%Tf#fco 
'H-NMR (DMSO-d«, 40 0 MH z) : d 0 . 89 (t, J = 7. 5H 
z. 3H), 1. 41-1. 50 (m, 2H), 2. 03 (s, 3H), 3. 03- 
3. 08 (m, 2H), 3. 98 (s. 3H), 3. 99 (s, 3H), 6. 13 (t, 
J = 5. 4Hz, IH), 7. 04 (cl. J-8. 5Hz, IH), 7. 28 (d 
d, J = 2. 4Hz, 8. 5Hz, 1 H). 7. 36 (d, J = 2. 4Hz, IH), 
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7. 38 (s, IH), 7. 58 (s, IH), 8. 39 (s. IH), 8. 50 (s. 
IH) 

nm^mm (es i -ms, m/z) : 3 9 7 cm^+d 

^»J9 8 : N-:/^;i/-N' - {4-r (6. 7 - zy^h^iy-4-^i-V^J- 
4- [(6. 7->?p< h4^v-4-4^:^yUn;U) - 3-^^)VTZl^) 
> (5 Omg) ^^□o;J^;i/A (3m 1 ), h UX5^;PT5 > (0. 2m I ) \zm 
mi^rzm. ^un7t^)]yAizmmLfchV:!i^Xtr> (4 8mg) ^tJOAT^tSTS 

O'AmmWVfzo :k\zy^^ji7^> (24u i) ^ia^T, $6{c^^st— ^« 

C{CJ;OMML. ^®©{b^i^^3 Img, iR^4 7 %T#;^c» 
'H-NMR (DMSO-ds, 4 0 OMHz) : (5 0. 91 (t, J = 7. 3H 
z. 3H). 1. 2 9 - 1. 4 6 (m. 4H). 2. 03 (s, 3H), 3. 07- 
3. 12 (m, 2H), 3. 9 8 (s, 3H), 3. 9 9 (s. 3H). 6. 1 1 ( t , 
J = 5. 6Hz, IH), 7. 05 Cd, J = 8. 8Hz, IH). 7. 27 (d 
d. J=2. 3Hz, 8. 5Hz. IH). 7. 36 (d. J = 2. 4Hz. IH). 
7. 38 (s, IH). 7. 58 (s, 1 H). 8. 39 (s. IH), 8. 51 (s. 
IH) 

MM^^M (E S I -MS, m/z ) : 4 1 1 (M"+l) 

^li^!|9 9:N- (2. }l^uy x.~)l) -n' - {4-r (6. 7 - 

4- [(6. 7 h=^->-4-^:;hyu -;L') Pf^^ix] _ 3 _ ;^ - ij 

> (5 Omg) ^C>uui^.)VK (3m I) Cr^^lLTtf^, 2. 4 - >>':7;^;^-o 
:r.-)V-{Vi^y-y—V (2 3m I) ^jJD^T. -HttfAJlr^ L.f^„ ^/f tB Lfc^g^a 
^'mis f5fertL, S^cT^-fk^tl^ 5 9mg, iK^7 9%T#7^Co 
'H-NMR (DMSO-ds, 400MHz):2. 07 (s, 3H). 3. 99 
(s, 3H), 3. 99 (s, 3H), 7. 0 3 - 7. 0 8 (m, IH), 7. 14 
(d, J = 8. 5Hz, IH), 7. 2 9 - 7. 3 7 (m, 2H), 7. 39 (s, 
IH), 7. 43 (d. J=2. 4Hz, IH), 7. 60 (s, IH), 8. 07 



wo 00/43366 



PCT/JPOO/00255 



- 104 - 

-8. 14 (m, IH). 8. 52 (s. IH). 9. 0 3 - 9. 0 5 (m. 1 H) 
K«^t/f{i (ES I -MS, m/z) : 4 6 7 (M^+1) 

mmmi O O : N- {4-r (6, 7 --y^ h^iy-4-^±VV-)U) :t4^5>1 

- 3 - y^'^juy X.-JI} -N' - (4 -yjiy^ay ^vt 

4- [(6. 7 -v^ h4^>/-4-4^^yU :t4^'>] - 3 

> (5 0mg) ^^pn4^;PA (3ml) {3?g^Lfcf^> p - v';i^^n:7ai-;i/ 
X'k^l^s M©-ft:-g-#J^4 2mg, iK^5 8 %Tf#;to 

'H-NMR (DMSO-d6, 4 0 OMHz) : 2. 0 7 (s, 3H), 3. 9 8 
(s. 3H), 3. 99 (s, 3H). 7. 10-7. 14 (m, 3H), 7. 35 
(dd, J = 2. 4Hz, 8. 5Hz. IH). 7. 39 (s, IH), 7. 43 
(d, J = 2. 4Hz, IH), 7. 4 6 - 7. 4 9 (m. 2H), 7. 59 (s, 

IH), 8. 51 (s, IH), 8. 66 (s, IH), 8. 70 (s, 1 H) 

K«5^#fffl (ES I -MS. m/z) : 4 4 9 (M"+ 1) 

mMmi 0 1 : N- {4-f (6, 7--:^^ 4 -^^^U -;U) ^4^'>i 

- 3 -p<5^;i/y:n-;i/} -N' - ( 2 - ^ h^~>7 a: n;!/) 

4- [(6. 1 -V:^ V^'y- A-^'r'J')^^^ r^^^-J -3-^5=-;Uy-U 

> (5 0mg) ^^np^jl/A (3ml) 2 - p< h4^i^:7a:-;i. 

-rv->T::^— h (2 6^1) ^»nx.T> -»Sft31»fc KM^Z ^ J - )V 

#)^4 1mg. iK^5 5%T#fc. 

'H-NMR (DMSO-d«, 4 0 OMHz) :52. 07 (s, 3H), 3. 8 
9 (s, 3H), 3. 99 (s, 3H), 3. 99 (s, 3H), 6. 88-6. 9 
7 (m. 2H), 7. 01-7. 03 (m, IH), 7. 12 (d. J = 8. 5H 
z, IH), 7. 35 (dd, J = 2. 4Hz, 8. 5Hz, IH), 7. 39 (s, 
IH), 7. 44 (d, J = 2. 4Hz, IH). 7. 60 (s. IH), 8. 13 
-8. 15 (m, IH), 8. 23 (s, IH). 8. 52 (s, IH), 9. 33 
(s, IH) 

%WM^\m. ( E S I - M S , m/ z ) : 4 6 1 (M"+ 1 ) 
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- 2 -^5^;i.:7 x-;]/} -n' -yDb:;i/'j7ixT 

4- [(6, 7 ->?;>^ h=l^>^-4-:^:^yij -;^) rt^v'] -2-^^;PT^U 
> (5 Omg) ^^Dn;jN;UA (3ml), h Uxg^;UT5 > (0. 2ml) 
^L.;ttt> ^r2a-t^)lAizmmi^r^h^J^^7.y> (4 8mg) ^Jn^T^-jigTS 
o^W«i^L/to >^{':/nfcf;i.T5> (2 0 p. i) ^iin^x, ^b^z^i^T-i^^ 

'H-NMR (DMSO-ds, 4 0 OMHz) : 5 0. 90 (t, J = 7. 3H 
z, 3H). 1. 42-1. 51 (m, 2H), 2. 21 (s. 3H). 3. 04- 
3. 09 (m. 2H), 3. 97 (s. 3H), 3. 99 (s, 3H). 6. 53 (t, 
J = 5. 6Hz, IH), 7. 02 (dd, J=2. 7Hz, 8. 8Hz, 1 H). 
7. 08 (d. J = 2. 7Hz, IH), 7. 37 (s, IH). 7. 54 (s. 
IH), 7. 65 (s, IH), 7. 85 (d, J = 8. 8Hz. IH), 8. 53 
(s, IH) 

M&^^JfM (E S I -MS, m/z ) : 3 9 7 (M*+ 1 ) 

^M^J 1 0 3 : N-y'^;U-N' - {4-r (6, 7 ->>'p< h^'>- 4 -=^^y''j 

4 - [(6, 7 -i^y N4^v-4 -^:j-yU -;P) ^4^i>] - 2-?^^JUT-^J 
> (50mg) ^^DP :^>;|/A (3ml), h 'J X^^;!//- 5 > ( 0 . 2ml) Izm 
mi^Tzm. ^Dn;Js;l/A{C?g^L/r S U7^^xy> (4 8mg) ^Jnx.T^yaT-3 
0^rBl^t«iL7!i:o ^{C7'5^;i.T5> (24wl) &*P;1T, ^^tC^iST-M 

'H-NMR (DMS O- d6, 4 0 OMHz) : 5 0. 92 (t, J = 7. IH 
z, 3H). 1. 31-1. 48 (m, 4H). 2. 21 (s, 3H), 3. 08- 
3. 13 (m. 2H), 3. 97 (s. 3H), 3. 99 (s, 3H). 6. 50 (t. 
J = 5. 4Hz. IH), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, IH), 
7. 08 (d, J = 2. 7Hz, IH), 7. 37 (s, IH), 7. 54 (s, 
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IH). 7. 64 (s, IH), 7. 86 (d. J = 8. 8Hz. IH). 8. 53 
(s, IH) 

K«^ffM (E S I -MS, m/z) : 4 1 1 (M^+1) 

^»J10 4:n- (2, jj-Jl) -n' - {4-r(6. 7- 

h=^->- 4 2 - :?t^^)ly g^-Jl} OUT 
4- 1(6, 7 h=¥iy- - 2 - ^ - ij 

> (5 0mg) ^^UUTt^JlA (3ml) IzmMl^rcW:. 2. 4->^yjl:tuy 

'H-NMR (DMSO-de, 4 0 0 MH z ) :2. 29 (s, 3H). 3. 98 
(s. 3H), 3. 99 (s, 3H). 7. 03-7. 11 (m, 2H), 7. 16 
(d. J = 2. 7Hz. IH), 7. 2 9 - 7. 3 5 (m. IH), 7. 38 (s, 

IH). 7. 55 (s, IH), 7. 8 7 - 7. 9 0 (m, IH), 8. 13-8. 

19 (m, IH), 8. 3 6 - 8. 3 9 (m, IH), 8. 55 (s, IH), 8. 

9 2 - 8. 9 5 (m, 1 H) 

Kft^+M (E S I -MS, m/z ) : 4 6 7 (M"+ 1 ) 

1 0 5 : N- {4-r (6, 7 - ^ h=^iy- 4 -^^j-W :t^i^] 

- 2 - ^'^)Vy -N' - (4 -:7;i/::^a:7j:-;i/) -^IxT 

4- [(6, 7 -^y^ h^iy- 4-^i-V')-)V) -2-^^;UT-U 
> (5 0mg) ^^PD7j^;i^A (3ml) {C?g^L-;ttt, p - :7;i/:^p :7ai 
^^JiyT-r- h- (2 2 w I) ^rJin^T, -BfeMjgr)ft L7t„ tlftB LTt^grs^^^lX, 

'H-NMR (DMSO-d6, 4 0 OMHz) : 2. 28 (s, 3H), 3. 98 

(s. 3H), 3. 99 (s, 3H). 7. 08-7. 15 (m, 4H), 7. 38 

(s. IH), 7. 4 7 - 7. 5 0 (m, 2H), 7. 55 (s. IH), 7. 84 

-7. 88 (m, IH), 7. 98 (s, IH). 8. 55 (s, IH), 9. 03 

- 9 . 0 5 (m, 1 H) 

KM^Hifffi (E S I -MS, m/z ) : 4 4 9 (M"+l) 

^:5Sa^ll 1 0 6 : N- {4-r (6, 7 - h^'>- 4 V'U -;i^) ^=^'>1 
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-2-^^Jly:ii-)l} -N' - (2 h^'>7ji-;[/) OUT 

4- [(6, 7 ->^^ h^iy- 4-^i-W-J\^) ^^iy] - 2 - ^ 5^;i/7 - ij 
> (5 0mg) ^^uan-^JlA C3ml) izmmLfz^. 2 - >^ h^i^y a^-Jl 

-ivi^Ti—h {2 6 til) ^:&p^T, -mmmmvtc. tffmL^cigB^H^M, 

^^L, Sli©'flr;'&#>^ 7 Omg, iK^9 5%Tt#;to 

'H-NMR (DMSO-d6, 4 0 OMHz) : 2. 29 (s, 3H), 3. 90 
(s, 3H). 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m, 2H), 7. 0 2 - 7. 0 4 (m. IH). 7. 08 (dd, J = 2. 9H 

z. 8. 8Hz, IH), 7. 14 (d, J = 2. 7Hz, IH), 7. 38 (s. 

IH), 7. 55 (s, IH). 7. 84 (d, J = 8. 8Hz. IH). 8. 13 

-8. 15 (m. IH), 8. 55 (s. 1 H). 8. 58 (s. IH). 8. 61 

- 8 . 6 2 (m. 1 H) 

Mfi^tM (E S I -MS, m/z ) : 4 6 1 (M"+l) 

^^^!|10 7:N- {4-r (6, 7 -z^^h^jy- A-^-)-V\)=L)V) :t^'>l 

- 2 - -huy -N' -7°D LVl-'^IxT 

4- [(6. 7 -z^^h^iy- 4-^±V'):^)V) ^^->] -2--hnT^U 
> (5 0mg) &^OD AtN;UA ( 1 0 m I ) , h U X^^JUT 5 > ( 0 . 2 m 1 ) {C 

mmvTzm. ^nn^sjiAizmmvrchv^7sy> (4 3mg) ^im^x^wc- 

3 O^mmWLrco ^^(cynt°;i/7 5> (18x^l) ^m^T. ^^IZ^Ut:— 

^MWi^fco Kft^mizpt^^ y~ji^mx. ^ oa-tsjiAX^^ /-)u-eMm^^ 

HPLCtlctOMtliL, M<Dit'^!^^2 4mg. iR^ 3 8 %Tf#7"c<, 
'H-NMR (DMSO-d6, 40 OMHz) : 6 0. 91 (t, J = 7. 6H 
z, 3H), 1. 45-1. 51 (m. 2H). 3. 0 6 - 3. 0 9 (m, 2H). 
3. 98 (s. 3H). 4. 00 (s. 3H), 7. 40 (s. IH). 7. 52 (b 
r. IH). 7. 58 (s, IH). 7. 6 7 - 7. 7 0 (m, IH). 8. 04- 
8. 06 (m, IH). 8. 38-8. 41 (m, IH). 8. 57 (s. IH), 
9 . 3 5 ( s , 1 H) 

Kfi^^t/fM (E S I -MS, mXz ) : 4 2 8 (M*+ 1 ) 

1 0 8 : N-7'"^;i/-N' - {4-r (6. 7 - vp< h^'>- 4 -4^3>-V''J 
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4- [(6, 1 -iy^ h:^f>-4_4.-^y,j-;i,) -2-- hPT-'J 

y (5 Omg) ^^uuii^)VK (10ml), h •Jx9^;i^T5> (0. 2ml) \z 

mmvtz.'iik. ^uufs)VK\zmm\.t^v^)t>7.^y C4 3mg) ^jp^T^jgT 

3 0^rBljS*^L;^Cc ^{cy^;i.T^> (22// 1) ^JP^T, ^^tC^x^T-e^ 

PLC{CJ:D;^ML, ^^(T^rt'&i^^ 1 5mg, JR^2 3%Tf#fc. 
'H-NMR (DMSO-de, 4 0 OMHz) : 5 0. 91 (t. J = 7. 3H 
z. 3H), 1. 3 0 - 1. 4 9 (m, 4H), 3. 10-3. 15 (m. 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H). 7. 40 (s, 1 H). 7. 51 (b 
r, IH), 7. 57 (s, IH). 7. 68 (dd, J = 2. 9Hz. 9. 3H 
z. IH), 8. 05 (d, J = 2. 9Hz. IH). 8. 40 (d. J = 9. 2 
Hz, IH). 8. 57 (s, IH), 9. 35 (s, 1 H) 
K«^t/Tfa(ESI-MS. m/'z):44 2 (M"+l) 

mmwn 09 :n- (2-^Dn-4-r (6. 7-s?p< h^y- 

N- {2-^PO-4-[(6, 7 -y^h^y-4-^^v^J~ju) :t^y] 
yj:.-jU} -N' -y^n hijloUT ( i o Omg) ^M7i<7- h^b Yuy^y (3 
0ml) 7K*fl::^ h U •:7A (60wt%, 88mg) ^^jn^T^'ST 

1 S^^reliffi'^I^Lfcc '''!K\z.^uu:^j-)\,i.^)\,:L-j-)\, (e 7 u. 1) ^Jnx.T, ^ 

n^^tirzm^^^un-^.jiAy;^^ y-jixmmf^ hplc j; d mm l , ^® 

1 8mg, Wl8%Tt#7t, 
'H-NMR (DMSO-dfi, 400MHz):(50. 89 (t, J = 7. 6H 
z, 3H). 1. 4 6 - 1. 5 5 (m, 2H), 3. 20 (br, 2H), 3. 48 
(s, 3H). 4. 07 (s. 3H), 4. 08 (s. 3H). 4. 54 (br. 2 
H). 7. 29 (dd, J=2. 7Hz. 8. 5Hz, IH), 7. 37 (s, 1 
H), 7. 47 (d, J = 8. 8Hz, IH), 7. 50 (s, IH). 7. 50 (d. 
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J = 2. 7Hz, IH), 8. 6 6 (s, 1 H) 
K«ry^tffi (E S I -MS, m/z ) : 4 6 1 (M"+l) 

l l O : N-7±^JI--n- 12 -^nu- 4-\ (6. 7->^p<h4:-->- 

4-^:^yu-;I/) :f^'>i^j:-;i^} -n' -yDL°;u'>uT 

N- {2-i7Dn-4-[ (6, 7 ->?p^ N4^~>-4-^:hyUn;i/) 
yj^-Jl} -N' -yn t:;P>j7i/T ( l O Omg) ^MtKt^ N^tKP:7^> (3 
0ml) ym^t^hO^A (60wt%. 88mg) ^^JD^T^jig-C 

1 s'TfmmwLrz.. mzm\:7^^}v (6 d $iipx.T, ^b{3^^T2 0# 

iK^2 6 %Tt#;to 

'H-NMR (DMSO-d6, 40 0 MH z ) :<50. 98 (t, J = 7. 3H 
z, 3H). 1. 5 9 - 1. 6 8 (m. 2H). 2. 04 (s. 3H). 3. 27- 
3. 36 (m, 2H), 4. 07 (s. 3H), 4. 08 (s, 3H), 7. 31- 
7. 33 (m, IH), 7. 35 (s, IH), 7. 41 (d, J = 9. OHz, 
IH). 7. 50-7. 51 (m. 2H). 8. 63 (s. IH). 9. 08 (br, 
1 H) 

KM^Wffl (ES I -MS, m/z) : 4 5 9 (M^+ 1) 

"^mm 111 :N' - {2-^DD-4-r (6. l -i^^h^i^- 4 

'j-;i/) :^=t^'>i:7:n-;L-} -N-^^;u-N-7°nbf;i/':7UT 

> (5 6mg) ^i:7nn/t^;i/A (4m 1 ), h U x^;i/T5 > ( 0 . 3ml) 

mvtz.'i^. ^uu^s)Vj^\zmmL'rzv^)-7t-xfy (somg) ^iDx.T^rs-e3 

^?aTi0#rBlJil^L/io J^/$^?^{c^^/-;i.^jp^. ^pn:jx;i.A/p<^y-;L' 
'H-NMR (DMSO-d6, 4 0 OMHz) : 5 0. 99 (t, J = 7. 3H 
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z, 3H), 1. 6 4- 1. 7 4 (m, 2H). 3. 08 (s. 3H), 3. 34 (t, 
J = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s. 3H). 7. 00 
(s. IH), 7. 17 (dd, J=2. 7Hz, 9. 3Hz, IH). 7. 31 
(d, J = 2. 7Hz, IH). 7. 38 (s, 1 H), 7. 53 (s. IH), 8. 
41 (d, J = 9. OHz. IH), 8. 64 (s, 1 H) 
KS^i'tfM (E S I -MS, m/z ) : 4 3 1 (M^+1) 

112:N' - {2-^nD-4-r(6, 1 -V^ V^i^- A-^±'/ 

';-;l^) :t^~>i7:c-;i/} -N-x^;i/-N-yn tf;!/!:^ 

2-i:7Dn-4 - [(6, 1 - V:^V^'y- A -^^^VU :^;U) rt^v] U 
> (80mg) nuTi^JlA (3ml), h V J^^JUT ^> (0. 3ml) tcjg 
^L/nf^, ^ PP>J^;bA{C?g^L7t h 'j*X^"> (7 2mg) ^jJUXX^iML-Vl 

ji-cm m-r^ hplcjc j^vmrnv. mm^^^L ^ n/t ,ig^H ^ >-e?^ 

*McD'ft'&#;^4 Omg, iR^3 7%Tff;to 
'H-NMR (DMSO-dfi. 400MHz):(51. 00 (t, J = 7. 3H 
z, 3H). 1. 28 (t, J = 7. IHz, 3H), 1. 6 9 - 1. 7 4 (m, 
2H), 3. 32 (t, J = 7. 6Hz, 2H), 3. 43 (q, 3 = 7. IHz, 
2H), 4. 07 (s, 3H), 4. 07 (s, 3H). 7. 02 (s. IH). 7. 
17 (dd, J = 2. 9Hz, 9. 2Hz. IH). 7. 31 (d. J = 2. 7H 
z, IH). 7. 36 (s, IH). 7. 53 (s, IH), 8. 42 (d. J = 9. 
OHz, IH). 8. 6 3 (s, IH) 
Ma^tffffl (E S I -MS, m/z ) : 4 4 5 (M*+l) 

13. -N' - {2-^nu-A-\ (6, 7 --J^ h^jy- A-^±V 
U-;U) :t^^y^y 3:.-)V} -N, N- S^'^'P hf;!/'^ IxT 

2 - ^on-4- [(6. 7 -^J^ h^S/- 4 -=|^±V'U -;l/) 'J 
> ( 1 0 Omg) ^^pd/Jn;ua (3m I ), h U X5^;i.z 5 > ( 0 . 3 m 1 ) 

^PP:^;UA(C?§^L;^c h'J4^xy> (9 0mg) ^tW^xm^X 
1 Z'T^mmWhtc. 'A\Zi^y'u\f)VT^> (62wl) *iP^T, ^ib\Z-^UX 
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m-r^ HPLc iz^ommi'. mm^^rnvm^nrcm^B^^^^yTi-mffL. 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 6 0 . 99 (t, J = 7. 3H 
z, 6H), 1. 66-1. 76 (m, 4H), 3. 32 (t, J = 7. 8Hz, 
4H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 03 (s, 1 H), 7. 
16 (dd. J = 2. 7Hz, 9. 3Hz. IH), 7. 31 (d. J=2. 7H 
z. IH). 7. 34 (s, IH), 7. 52 (s, IH), 8. 43 (d, J = 9. 
OHz, IH), 8. 6 3 (s. IH) 
KS^^tiffi (E S I -MS, m/z ) : 4 5 9 (M*+ 1 ) 

114: N-'7''^;i^-N' -{2-^ao-4-r(6, 7 --Jxp^. h4^->- 

> (80mg) ^^DP^J^jPA (3ml)> hUx9^;i/y5> (0. 3ml) Izm 
MLfcm. ^un:)sAA{zmMLrzhVyt-^xy> (7 2mg) ^iJU^xmWCl 
B^T^mmWLfzo 'Aiz-N-^^jiy^^jiY^y (4 3// 1) ^inxx. ^^hizm 

m -r ^ HPLCtC ={; i9 ffigi L , ^ L Tt# b nfc IS ^ ^ >Tr5fe# 

^ScDfb'&^i^ 2 6mg, JK^2 4%Tf#/io 
'H-NMR (DMSO-dfi, 4 0 0 MH z ) :(50. 99 (t, J = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m, 2H), 1. 6 2 - 1. 6 6 (m. 2H), 
3. 07 (s, 3H), 3. 40 (t, J = 7. 3Hz. 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s. IH), 7. 17 (dd. J = 2. 
7Hz, 9. 3Hz. IH). 7. 31 (d. J = 2. 7Hz, 1 H), 7. 36 
(s, IH). 7. 53 (s. IH). 8. 41 (d, J = 9. 3Hz, IH), 8. 
6 3 ( s , 1 H) 

Kfi^*/ffa (E S I -MS. m/z ) : 4 4 5 (M*+l) 

115:N' - {2-^DD-4-r(6, 7-v^h=^'>-4-^^:hy 

U-;u) :t^i^]y X.-JI} -N- (4 -^opyx-;!/) -N-^^^U'^i^y 
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2_/7on-4 - [(6, h^iy- 4-:^i-VV~JU) :t^i^'} T-'J 

> (8 Omg) nn7|^;PA (3m 1 ), h U X5^;L'TS > ( 0 . 3ml) 
MVfz'i^. ^cin:}sjlAizmMLrzhV^7.tr> (7 2mg) ^iP^T^iST 1 

^ ^iz3 o^mmmmiMLfzo Kut^miz^^ y-ji^-m^. ^uu^)va/ 

Tr^^L. ^McDfb-&#;^ 8 3mg, 11X^6 9 %-et#7t. 

'H-NMR(DMSO-d 6, 400 MHz):3. 36 (s, 3H). 4. 06 
(s. 3H). 4. 07 (s. 3H), 6. 89 (s, IH), 7. 17 (dd. J 
= 2. 7Hz, 9. OHz, IH), 7. 23 (d, J = 2. 7Hz, IH), 7. 
3 3 - 7. 3 5 (m, 3H), 7. 4 8 - 7. 5 0 (m, 3H). 8. 41 (d. 
J = 9. OHz. IH). 8. 6 1 (s. IH) 
KS^^tfffi (ES I -MS, m/z) : 4 9 9 (M^+ 1) 

mtl&m 116:N' -|2-^DD-4- [(6. 7 - jy :^ V^jy - 4 -^j-V^J 

2-^OP-4 - [(6, 7 -iy^ h^iy- 4 -^-^'/V -Jl) :t^->] TxU 
> (5 0mg) ^^PPzK;PA (2ml). hUx5=-;i/T5> (0. 5ml) \zm 

mvtz'i^. ^ uu^s)VA\zmMvrzh^}^^x^'> (4 8mg) ^-hw^x-^ux^ 
o'T^mmwi^fzo 'A\zi^j:.'^)VT^y (o. smi) ^uup^x. -^^{zmux— 
mikWLfz. K}t^mz}<:^ y—)i^j]Q;^, ^na-Ji^jiAy^^y—jixmrnt^ 

HPLCfCj; OfSffiiL. ^fflCD-fl^-g-^)^ 3 7mg. iK^93%Tt#7^o 
'H-NMR (CDC 1 4 0 OMH z) :51. 30 (t. J = 7. IHz, 
6H), 3. 44 (q, J = 7. IHz, 4H), 4. 12 (s. 3H). 4. 2 

0 (s. 3H), 7. 16 (dd. J = 2. 7Hz, 9. OHz. IH). 7. 2 
7 (s, IH), 7. 31 (d. J = 2. 7Hz, IH), 7. 59 (s, IH), 
8. 15 (s, IH), 8. 48 (d, J = 9. OHz, IH), 8. 81 (s, 

1 H) 

K«^t/fM (E S I -MS, m/z ) : 4 3 1 (M" + 1 ) 

^M^!J 1 1 7 : N-12 -^gp- 4 - [(6, 7 - i> ^ h^jy- 4 -=^±V'^J =i 
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4 - [(6. 7 --J^ K + ->- 4 -4^:)-yU :t+'>] TinU 
> (50mg) ^^nn7t^;i/A (2ml), h'jx5^;i/T5> (0. 5ml) 

Mvtcm. ^uuvi^jiAizmrnvrzhv-tsx^y (4 8mg) ^m^x^^-cs 
o^rmmt^Ltz. mz- vsmzr^mL. ^^jir^y^mm (i somg) ^ 
m^^(D^^mMLL. -^ibiz^uii—B^mwLfz. Kmmiz^^ y-ji^m^. 
^nu:t^)iM.Xy^^ y-)V'x:m:m-r^HPLazj:ommL. ^moit^m^^ i 
mg, iR^7 0 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : 62. 68 (d, J=-4. 4H2, 
3H). 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6 - 6. 8 8 (m, 
IH), 7. 21 (dd, J = 2. 7Hz. 9. OHz, IH), 7. 37 (s, 
IH), 7. 43 (d, J = 2. 7Hz, IH). 7. 53 (s, IH). 8. 07 
(s. IH), 8. 17 (d, J = 9. OHz. IH), 8. 54 (s. 1 H) 
HS^t/rM (E S I -MS, m/z ) : 3 8 9 (M*+ 1) 

118:N' -|2-^aD-4- [(6. 7 -i^^V^i^- 4 -^3^V'U 

— ;u) :^4^'>] :7j:-;1/|-n, N->^^5=-;i^':^ixT 

2-/ron-4- [(6, 7 h=t^i/- 4 -^:HVU:::;P) :*-^>'] TnU 
> (5 0mg) 2:^nD:^;PA (2ml). hUx^;L'TS> (0. 5ml) \zm 
mvrz'ik. C'un7t-^}lA^zmMLrzhVyt^7.y> (4 8mg) ^1]UPLXm^-V3 

o^T^fBrnwi^rc. 'A\z- 7 i?^^)VT^yikmi^ (2 5 0mg) 

mg. iK^5 3 XXntZo 

'H-NMR (CDC 1 4 0 OMHz) :63. ll(s,6H), 4. 12(s, 
3H), 4. 20 (s, 3H). 7. 05 (s, IH), 7. 17 (dd. J = 2. 
4Hz. 9. 3Hz, IH), 7. 31 (d, J = 2. 4Hz. IH). 7. 59 
(s, IH), 8. 15 (s, IH), 8. 46 (d, J = 9. 3Hz. IH), 8. 
8 2 ( s , 1 H) 

nm'Amm. ( e s i - m s , my z ) 4 o 3 (m^+ 1 ) 
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mmmi 19 .-n- (2-^nn- 4- iie-^ h^jy- 7 -o -^ji^.^j y 

N-{2-^nn-4-[(7-h Fo:^i>- 6 - ^ h^iy- 4 -^i-V^J =:^Jl) 
^^'>] yx.-)]^} -N' -y'n}dJlOUT (7 5mg), mmtlO^A (5 1 m 
g), 1,3 ->?7*o^yan> (7 6(11) ^N,N->?^5^;U7J^;L'AT^ K (4m 

UQ^. ^nnn-^juAr^mmLrz. mmm^mymm-^h^j^AX'^mL. meet 
mm^^^i^xn^tifzm-^^ji-y'juxm^v. n- (4- {[?- (3-:7'd 

-N' -yn tfjiz-^uy^ 7 4mg, iK^7 8 %Trf#7:io n^nfz^mi^ 

(74mg), j^^;tfU':>A (5lmg)> ^;pAfN'J> (1 3 0 Ail) ^N,N-v^5^ 
;i^7i^;UAT5 H (4ml) fC?$^L.^r^-r-mi^L7^Co MffiT?§$S^@^LT 

uu^.)vj^y ^ ^ J - )ixmm'r ^ iy t! f u-^ h y ^ y ^ -\z^Kinm 

^®cD'fb^#)^4 9mg, JK^6 3%T#7c<. 
'H-NMR (CDCI3, 400MHz):50. 89 (t, J = 7. 44Hz, 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H). 2. 3 3 - 2. 4 9 (m, 4H). 3. 0 4- 3. 0 9 (m. 2h), 3. 3 
2-3. 38 (m, 4H), 3. 52-3. 68 (m. 3h). 4. 03 (s, 3 
H), 4. 2 3 -4. 2 9 (m, IH), 4. 32 (t. J = 5. 89Hz. IH). 
6. 98 (t, J = 5. 49Hz, IH). 7. 21 (dd. J = 2. 68, 9. 
03Hz. IH), 7. 36 (s, IH). 7. 46 (d, J = 2. 68Hz. 1 
H). 7. 53 (d. J=7. 81Hz, IH). 8. 03 (s, IH), 8. 18 
(d. J = 9. 27Hz, IH). 8. 54 (d, J=4. 39Hz, 1 H) 
(ES I -MS, m/z) : 5 2 9 (M^) 
"^mm 120 :N- (2-^DD-4 - {[6-7^h^>--7-(2 - ^;i/4^U / 
X 4 -^^V"'J -;^] y:^~)V) -N' - If ;U':7 Ix 7 

N-{2-^nn-4-[(7-tHo=|^~>-6-^ h^iy - 4 -^i-V^) ~)V) 
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^4^~>] :7x-;i/} -N' -yp t°;i/'^l/T (7 2mg), mmtlVOM. (3 0m 
g), 1,2 - v=yp^X^> (6 2^1) ^N,N->^p<5^;i/Af^;i/AT5 K (4ml) 

g^LTff^^nfcJ^^^X-^^;!/^?^^^, N- (4- {[7- (2-:/D^Xh 
- 6 -p^ h + -4^:M/'Jx;i/] - x.:i.)V) - 

N' -yDt:;P':7l/T?:4 Omg> iK^4 5 %Tt#7to ffbtlfc^Tsm (4 5mg). 
^^;t/'J'^A (3 0mg), ^;U7jNU> (8 Owl) ^N,N - i/p^5^;i/7jN;i/AT 5 
K (2ml) MJ4^Lfc„ MEET?§$«^®S LTtf en/i?^$ 

h u '::7AT^^L, mmrfmm^m^Lx%ibnrzm'^^-^uui\-.)i2^/ 

#J^4 2mg, IK¥5 6 %Trf#/to 

'H-NMR (CDC la, 4 0 0 MH z ) : 6 0. 89 (t. J = 7. 32Hz, 
3H). 1. 4 3 - 1. 4 9 (m, 2H). 2. 3 2 - 2. 3 8 (m, 2h), 2. 
66 (bs, IH). 2. 79 (t, J = 5. 86Hz, IH), 3. 04-3. 
0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m. 4H). 3. 5 3 (m, IH), 3. 
57-3. 59 (m, 2h). 3. 96 (s. 3h). 4. 31 (t. J = 5. 8 
5Hz, IH), 6. 98 (m, IH), 7. 21-7. 23 (m. IH), 7. 
41 (s. IH). 7. 46-7. 47 (m, IH). 7. 55 (d, J = 12. 
69Hz. IH), 8. 03 (s, IH). 8. 19 (d, J = 9. 27Hz, 1 
H), 8. 5 5 (d, J = 5. 3 7Hz, IH), 

nm^Am (e s i -ms, m/z ) 5 1 7 (m"+ 1 ) 

^WiM 121 :N- (2-^nD-4 - {[7 - (3-1:: \^ a^jFi^yu^^^^zy)- 
6-^h^iy-4-=¥-rV'V-)l] :t=^~>} yx.-)l) -N' -y'n \:fJUry ]yY 
N-{2-^7nn-4-[(7-l::Hn4^'>-6-p<h4^~>- 4 - V'U x;i/) 
:t=^iy] -N' - ^ □ tf;i/'i7 1/7 (5 5mg) 'J -^A (2 0 

mg). 3 -:7"Pt- 1 -yo/NV— ;l/ (6 2 Mi) ^N,N-i^p<^;i.AK;i/AT 

an (4ml) {zmmLmE.-mmmm.wvtz. \^j±Tm^^w^^L.x%^nr:L 
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0 %-et#fe„ 

'H-NMR (CDC 1 3, 4 0 OMHz) -.60. 91 Ct, J = 7. 44Hz, 
3H), 1. 24 (bs. IH), 1. 4 3 - 1. 5 2 (m. 2H), 1. 97 (t, 
J = 6. 22Hz, 2H). 3. 06-3. 11 (m. 2H), 3. 56-3. 7 

1 (m. 2H). 3. 97 (s. 3H), 4. 27 (m, 2H). 6. 99 (t. J 
= 5. 62Hz, IH). 7. 23 (dd. J = 2. 6 8. 9. 0 3Hz. IH), 

7. 38 (d, J = 9. 03Hz, IH), 7. 47 (d. J = 2. 68Hz, 1 
H), 7. 54 (s, IH), 8. 05 (s, IH). 8. 20 (d. J = 9. 03 
Hz, IH), 8. 5 5 (s, IH) 

Ka:^t;fM (E S I -MS, m/z ) : 4 6 1 (M*+ 1 ) 

122 .-N- (2-^DD-4 - {[7 - (2-b Kd4^>-X h^zy) - 6 
-p< K^'>- 4 -^:hV''j :t^'>} yji-)i) -n' -ynejl^'^l^T 

N-{2-^nn-4-[(7-hFn4^>x-6-p< h^^i/ - 4 :ii;U) 
:t=¥iy] yx.-)V] -N' -ypffjU-^UT (5 0mg). mMtl O I. (3 0m 
g), X5^I/>7-p^:ti F U > (4 4 /til) ^N,N-i>~^5^;i^:tc;i/A7'5 K (4 
ml) f3?§^?LSyST-3B#rMI^L/!:o Mi£T?g^^^^ LTt# btlfc^il^ {Z7j< 

T?§$« L Tf# b n/t?^ ^ ^ ^ o □ aIn;!/ A/^ iS' y — ;i/TM^T-5 5/ U ^ y 
J\y^n-^h^^y^-izJ:.r)mmL. ^iiCD-fh-^^;^ l 2 m g , iK^2 2%l:i# 

'H-NMR (CDCl:,, 400 MHz): (50. 91 (t, J = 7. 44Hz, 
3H), 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 - 3. 8 3 (m, 2H), 3. 98 (s, 3H), 4. 22 (t, J = 4. 6 
4Hz, 2H). 4. 98 (t. J = 5. 37Hz, IH), 6. 99 (t, J = 
5. 37Hz, IH), 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, IH), 
7. 39 (s, IH), 7. 48 (d, J=2. 68Hz, IH), 7. 55 (s, 
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IH). 8. 05 (s, IH). 8. 19 (d, J = 9. 27Hz, IH). 8. 5 
5 ( s , 1 H) 

MM^tlfM (E S I -MS, m/z ) : 4 4 7 (M^+1) 

mmMl 23 :N- (2-^DD-4 - {r6-p<h^'>-7 - (4-bf'j>?;i/ 
■>^h4^'» - 4 -4^^yu -;H:t4^->} yj^-jl) -N' -yn\^jlryuY 

mn (N- {2-'^uu- A-[ (7 - h Ko^S/- 6 h4^->- 4 
yUzi;U) -N' --yu^iJV^UT^ 80mg) ,^^:^U'j7A 

(I38mg). 4 - ^ an i^y-^mm. (4img) ^N,N-'>'^5";^:^^ 

;i/A7'5H (imi) izmML8ox:-v3mmmwi.rz.o KJt^m^<^iZ7K^m^. 
^nn:jK;uA-7°o/\v-;i/ (3/i) TffttfiLTtc ^mm^mymm-^ h ^ 

'H-NMR (CDCh, 4 0 OMHz) : (5 0. 9 6 (t, J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 4 (m. 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 07 (s. 3H), 5. 32 (s, 2H). 6. 66 (s, 1 H), 
7. 14 (dd. J = 2. 7Hz, 9. OHz. IH). 7. 27 (s, IH). 
7. 29 (d. J = 2. 7Hz, IH). 7. 41 (d, J = 5. 9Hz, 2H). 
7. 54 (s, IH), 8. 24 (d. J = 9. OHz, IH). 8. 59 (s, 
IH). 8. 6 3 (d. J =6. IHz. 2H) 
MM^^^ffM (E S I - MS, m/z ) : 4 9 4 (M^+ 1 ) 

^M^lll 2 4 : N-r2 -^□□-4- ({ 6 - p< h 4^ -> - 7 - [(5-^;|/4s'j 
y^>5^;p) rt^^^-j -4-^:j-yu-;i/} -7 3:-;i/1-N' -:7"Pb° 

N-{2-^DD-4-[(7-h:Hn^^>-6-^ h^>-- 4 V'J -;!/) 
:^^~>] :7a:-;|/} -N' -7°D e;i'':>l/T (70mg), i^mtlOOA (30m 
g). '^>^^^l/>yD-7'f F (8 Owl) ^N,N->>";>^5^;i/7js;|/AT5 K (5 
ml) {c?g^L^y^T3B#rBlMi^Lfc„ MffiTrM^^^S LTft^tiT^c^^ ^ f37j< 

Tmm^m^Lxn^nrzn^^ji-^ji'Ti'm^i.^ n_ [4_ ({7_ (5_y 
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aay^~)l] -N' -y°a]dJUO UT^ 4 3mg. iK^4 6%Tf#7^o 

fz^mi^ (4 3mg), mmtlV^yA (SOmg), ^;^7}^U> (TOmO ^N,N 

-s^^5^;i^7}^;uAT5 K (4ml) izmmi^Mi^x'-'^mnvrzo MEETmrn^ 

'H-NMR(CDCl3, 400MHz):ai. 71 (t, J = 7. 32Hz. 
3H), 2. 28 (t. J = 7. 20Hz, 2H), 2. 63 (m, 2H), 3. 0 
8-3. 14 (m, 5H), 3. 29~3. 30 (m, 5H). 3. 47 (bs. 
IH), 3. 73 (m. IH). 3. 8 6 - 3. 9 0 (m, 2H). 4. 36 (t, 
J = 4. 65Hz, 3H), 4. 46 (t, J=4. 76Hz, IH). 4. 77 
(s. IH). 4. 99 (t. J = 6. 34Hz, 2H), 7. 80 Cm, IH), 
8. 02 (dd. J = 2. 68Hz, 9. 27Hz. IH). 8. 18 (s, 1 
H), 8. 27 (d, J = 2. 68Hz, IH). 8. 34 (s. IH). 8. 8 
5 (s. IH). 9. 00 (d. J = 9. 03Hz, IH), 9. 35 (s. 1 H) 
Ka^tifffi (E S I -MS, m/z) : 5 5 9 (M^+ 1 ) 

125 :N- {2-:^DO-4-r (6-^ N=^'>- 7 - {[5 - (1 H- 

1. 2. 3 - hU 1 --<;u) ^>^;H^4^i^} - 4 -=^^v''j -;i/) 

^^->l-7:r-;l^} -N' -ype;U'^lx7 

h U T^/— ;K0-4imi). 1 -:/n^:- 5 -i7DD^>^> (i.Omi)> 3'::7<i::-T- 
h^7'5^;i/T>^:::'J'A (lOmg), ^^XSZM7\^m.it± h ^ J^7\^mm (1ml) 

^7'-feh> (10ml) 5Qx:'x:ismmm.w\^tL. Kmu-^mzy^^iiw^. 

ffilL. ^^r^m (390mg) ^t#fCo 

1^*4 (N- {2-i7pn-4-[ (7-tFP^S/-6-^h=!^~>-4 

'j-;i/) ;t=i-->]:7r[i-;H -n' -y°u\i)i^U7. somg) ,^gg;^'j':^A (i 
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38mg), ttiJi^CD^mi^ (52mg) ,N - zy \^ (im 1 ) \Z 

-)V (3/1) Trambfc. W^/i^^7j<M::hhU'i7AT^^L. MLliTfmm 

'H-NMR (CDCh, 400 MHz): 50. 96 (t, J = 7. 6Hz, 3H). 
1. 5 0 - 1. 6 5 (m, 4H). 1. 9 0 - 2. 0 8 (m. 4H), 3. 24 (d 
d, J = 7. IHz, 12. 9Hz, 2H). 4. 01 (s. 3H), 4. 17 (t. 
J = 6. 6Hz, 2H), 4. 44 (t. J = 7. 3Hz. 2H), 4. 88-4. 
94 (m, IH). 6. 32 (s, IH), 7. 14 (dd, J=2. 7Hz, 9. 
OHz, IH), 7. 25 (s, IH). 7. 29 (d. J = 2. 7Hz, IH), 
7. 48 (s, IH), 7. 55 (s, IH), 7. 70 (s, IH), 8. 23 (d, 
J = 9. OHz, IH). 8. 5 8 (s, 1 H) 
M*^^1ftffl(ESI-MS, m/z):5 4 0 (M"+l) 

126 :N' - (2-^Dn-4- {r6-^h^->-7- {4-}d^)zP 
-4-4^3^-yU-;Ul:t4^->} y3L~)V) -N, N-'JJL^)V^U 

T 

(N' - {2-^np-4-[ ( 7 - h Kn4^>-- 6 -p< 4 -4^ 

:^^->]7x-;P} -N. N->>-X5^;L">I/T, 83mg) M^t) 
(iBSmg), 4 DD^^jpeU >>'>:^^ig (49m g ) ^N,N-S/'p<5^ 

;t/5|s;PAy5 K dm i ) {c?g^?L^faTi8B#PBijti^Lfc<, ^;S:^^#;tC7K^;!jp 
^nn;t^;L.A-7"n/\V (3/1) TtttBL7c„ WliM^M7K5i^^:^- h 
U-^AT^^L, MffiTjg^S^I^SLT^^nfc^^^^HPLCfCTMML, ^ 

'H-NMR (CDCl:s 4 0 OMHz) : (5 1. 2 6 (t, J = 7. 3Hz, 6H), 
3. 41 (q, J = 7. IHz, 4H), 4. 08 (s, 3H). 5. 32 (s, 
2H), 6. 98 (s, IH), 7. 14 (dd, J=2. 7Hz, 9. OHz. 
IH), 7. 27 (s, IH), 7. 29 (d. J = 2. 7Hz, IH), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, IH). 8. 37 (d, J = 9. 
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OHz, IH), 8. 58 (s, IH), 8. 63 (d. J = 5. 9Hz, 2 H) 
mm^mm (ES I -MS. mXz) : 5 O S (M"+ 1) 

mmm 127 .-n- (2-^00-4 - - ^ h^^jy- 7 - (4-=eji^o j 

y^h^jy) -4-=^:^'/'j-;P] :t^'>} y:r.-)V) -N' -'yu\f.)V^UT 

N-{ 2 - ^Pn-4-[(7 -k HP^i/- 6 h^i^- A -^^V^) 
:t-4^'>] yjL~ji} -N' -y'uEjvyuy (7 Omg), ^miu U -^A (3 Om 

T?^^S^^^LTf#'=>n;t?l$^X-7";i.T^f^L> N- (4 - {[7 - (4-y 
P^yh:^~» - 6 -p^ h + ->- 4 -^::hyU:=i;i^] ^^S^} -2-^nD:7x 

-N' -ype;P'j7i/7^4 3rag, jk^4 6 %-et#ycc ^i^ntc^mw 

(4 3mg)> ^^:^U'^A (3 0mg), ^;P>JnU> (4 0^1) ^N,N->^;<^ 
;l/5tc;i/AT^ H (4ml) L^iST-M^^ Lfco MlET?g^^^*L.T 

^#'=,n;t^^S${3tSf^^gg7K^:^ h ij '^A7i<?gM^Sn;l:i7oP7tt;uATfflffiL.feo 

ppxf^;i/A/p^^y-;n?Mr?i-r^xU*y;i/^p-7 hc^'^y ^ -iz^f^mm 

^SCD^b'&^J^ 2 3mg, iK^5 3 %1r^#7^c 
'H-NMR(CDCl3, 400iMHz):50. 99 (t, J = 7. 32Hz, 
3H). 1. 5 6 - 1. 6 2 (m, 13H). 2. 0 0 - 2. 0 8 (m. 2H). 3. 
2 6 - 3. 2 8 (m, 2H), 4. 04 (s. 3H), 4. 24 (m, 2H). 4. 
7 2 -4. 7 7 (m, 1 H), 6. 65 (s, IH), 6. 99 (s. IH). 7. 
19-7. 26 (m. IH), 7. 30 (s, IH), 7. 3 2 - 7. 3 4 (m. 
IH), 7. 51 (s, IH), 8. 25 (d, J = 9. 03Hz. IH). 8. 
6 1 ( s , 1 H) 

nM^^Jfm (E S I -MS, mXz) : 5 4 5 (M*+ 1 ) 

128 :N- [2-^PP-4 - ({ 6 - h=¥'>- 7 - [2 - (4-^5=- 

^^s>V)x h4^->] - 4 -4^-:h'/u :7 3i-;i/l -n' -y' 

a \:i)Uy\y7 
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N-{2-i5'nn-4-[(7-tKP4^i>-6-;< h^iy- 4 -^-j-VV njl) 
:t^iy] y:r.-)V} -N' -y°U\^)V^VT (6 0mg). mmtl ^) ^ K (3 0m 
g). 1,2 ->>^:7'D^X^> {7 0 u\) - -J ^^)Vits)VAT ^ K (4ml) 

gSLTt#enfc?5$^x-^;p-et5fc#U, N- (4- {[7- (2-:7'n^xh 
+ - 6 h^>^-4 -:^:^-V*Ux;i/] - 2 - p p 7aix;b) - 

N* -:7°Dt:;i/'j7l/T^4 6mg, W6 2 %-(:?^#;^Co n^nrz.^mW (4 6mg), 
^^;^fU'^A (2 0mg), N-p<^;Hf^^>?> (5 0/zl) ^N,N - 

^;i/A7'^ F (3ml) \zmmvmux^-m.m.WL'rz.. Mi±T?^^^gsLTt# 

^^(T^-ft^^j^ 2 4 m g , IK^ 5 0 %Tt#/!:o 

'H-NMR (CDC 1 3, 4 0 0 MH z ) -.6 0. 99 (t, J = 7. 32Hz, 
3H), 1. 61-1. 64 (m, 2H). 2. 75 (m, 2H), 3. 00-3. 
16 (m, 4H), 3. 25-3. 16 (m, 4H). 3. 2 5 - 3. 2 9 (m, 
2H), 4. 02 (s, 3H), 4. 2 7 -4. 3 5 (m, 2H), 4. 78-4. 
83 (m, 2H), 5. 33 (s, 3H), 6. 69 (s. IH). 7. 17 ( d d , 
J = 2. 68Hz. 9. 03Hz. IH), 7. 31 (s, IH), 7. 49 (s, 
IH). 8. 26 (d, J = 9. 27Hz. IH), 8. 59 (s, IH) 
KS^^M (E S I -MS. m/z ) : 5 3 0 (M*+ 1 ) 

^»J1 29 : N- {2-^ap-4 - [(7 - {2 - [( 2 - b F □=^->X^;U) 

(^^;u) T$y] xm^v} - 6 -p< h4^i>- 4 -4^:hyux;[/) :t^'>] 7 

jiXjl/} -N' -yp b:;ix'^ U7 
N-{2-^PP-4-[(7-hKP=t^i/-6-p<h4^>'-4 x;i/) 
:7:i:x;H -N* -y'u}:l)V^ UT (6 5mg). m^;^U'^A (3 0m 
g), 1,2 ->>^yp^X^> (3 0 Ml) &N,N->'p<5^;^:^^;^AT5 F (4ml) 
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^^l^Xmtirzf^^^JL-y^Jl-CtmL. N- (4- {[7- 
+ - 6 h4^Sx-4-+^yUii;i/] :t+i>} - 
N' -ynhfjlz-^UT^S 6mg> iK^4 5%T#fcc f# ?>tirc4' W#: (3 6mg). 
M^;^U'>A (3 0mg). N-^5^;i/X^y-;i.T^> (SOmI) ^N,N->? 
^^;i/7}s;i.AT5 K (3ml) tc^^ L^rST-B^feSS^ Lfco MET^^^^^S 

'H-NMR(CDCl 3, 400 MHz):50. 98 (t, J = 7. 32Hz, 
3H), 1. 59 (m, 2H). 1. 94 (bs, IH). 3. 23 (m, 2H), 

4. 03 (s, 3H), 4. 07-4. 15 (m, 4H), 4. 76 (m, 4H), 

5. 35 (s, 3H), 7. 10-7. 17 (m, 1 H). 7. 28 (s. 3H), 
7. 40 (s. IH). 7. 54 (s. IH), 8. 37 (d, J = 9. 03Hz, 
1 H), 8. 6 4 (s , 1 H) 

nm'^mm (e s i -ms, m/z ) .-504 (m"+ 1 ) 

nmW<l 130 :N- [2-^nD-4 - ({6-7^h4^~>-7 - [3 - (4-^^ 

;i/bf--^^'>V)7''D7j^4^'>] -4-^±yj-;u} -N' - 

•7"D }dJl^ UT 

N-{2-^DD-4-[(7-h: \^n:^iy- 6 - ^ h^x- 4 -^^yij— 

-N* -yp t:;i^'i7 l/T (7 5mg). ^mtl^J^A (30m 
g), 1,3 -i^7"'P^7"n/\°> (7 5 Ml) ^N,N-i/p<^;i//jN;i/AT5 K (4m 
1) {Z?g^L^yST'3 0#FB^}tJ^L7to MffiT?§$S^®^LT#e)n?"c?^-${C7j<^ 

?g^^igSLTt#^n7'c?^$^X-^;PT75fe#L, N- (4- {[7- (3-yp 
^yp;i^4^>^) - 6 -p< 4 -^:hyu -;H -2-^pp:7x 

x;i/) -N' -yPlf;P'^^TS:5 0mg> iK^5 2%T^#/zo t# ?>nfc4^rp^#: 
(3 0mg), ^^Jt/U-^A (2 0mg). N - ^ 5^;Hf >^^> (4 0^1) ^N, 
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N-i?:^^jit-^jiAT^}^ (3ml) izmmL^wc-mmwvrc. m}£Tmm 

'H-NMR(CDCl 3, 400MHz):(50. 99 (t, J = 7. 32Hz. 

3H), 1. 5 8 - 1. 6 2 (m, 2H), 2. 2 5 - 2. 5 0 (m, 3H), 2. 

7 0 - 2. 8 5 (m. 3H). 2. 9 2 - 2. 9 8 (m, 3H). 3. 2 5 (m, 

2H), 4. 04 (s, 3H). 4. 25 (m. 2H), 4. 83 (m. 3H), 5. 

34 (s, 3H), 6. 70 (s, IH). 7. 21 (dd, J = 2. 68. 9. 

03Hz, IH), 7. 26 (s, 2H). 7. 31 (s, IH), 7. 49 (s, 

IH). 8. 18 (d, J = 9. 27Hz, 1 H), 8. 59 (s, 1 H) 
W^'^^M (E S I - MS. m/z ) : 5 4 4 (M*+ 1 ) 
^mmi 3 1 :N' -r2-^nn-4- ({6-^N4^~>-7-r2 - (IH- 

1. 2. S-h')TV-)V-l-'1}V) JLh^i^^-4-^•i-V^)-)V} :t^iy) 

W.m (N' - [2 -C7UU- A-[ (7 - t Hp^x- 6 h4^~>- 4 
::hV-U-;U) :t+i>]7a:-;i/} -N. N - i^-X5^;W-j7 l/T. 83m g) M^tl V 
■^A (I38mg), 2- (IH— 1. 2. 3 - h U T 1 X^^;!^ 4 

-y^^Jl- 1 -^>-tf>XJlyyi-i—h (59mg) ^N,N-i^'^5^;i/;j^;i/A7' 
dm 1 ) izmMLsoXl-CismmmWLrc, ^It^m^i^iZyK^lJu^. ^ua 

7j^;uA-yo/Nv (3/1) x-mthLfz. mmm^MymLmi-booAT'^ 

^mi^th^JjL^JlY^y (0.027ml) (D^uayt^JUA (iml) mmz. OW h 

U7}^xy> (90mg) M:^x. KJt^m^!^^o''ciz7^iiivrcm. 

i^X.^Jl7S.> (0.044ml) ^mTLXMPi. 2fI#rBl;6HtT^y^^T#?S L/zo K 

(3/1) TttfctiLfc^ mmm^mymmi-h^jyjwcm^i.. miETmm^ 

m^LXn^nr^im^^HPLC^ZXmmL. ^ScD-fb-&#/^30mg, iK^29% 
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'H-NMR (CDCh, 4 0 OMHz) : (5 1. 2 6 (t, J = 7. IHz. 6H), 
3. 41 (q. J = 7. IHz. 4H). 4. 03 (s, 3H), 4. 53 (t. 
J=4. 9Hz, 2H), 4. 94 (t. J = 5. IHz, 2H), 6. 98 (s. 
IH). 7. 13 (dd, J = 2. 7Hz, 9. OHz. IH). 7. 26 (s. 
IH). 7. 73 (s, IH), 7. 94 (s, IH), 8. 38 (d. J = 9. 0 
Hz, IH), 8. 6 0 (s. IH) 

mmmi 3 2 .- 3- {r4- (3-^dd-4- {r O^jl^-JI^T^ y) tlJlyfs- 

-N, N-zyJL'^)Vij—ny-iV 

WM (N' - {2-^UU- A-[ (7 - h Fp + ->- 6 N^^Sx- 4 
:^y'U^;i/) :r.-)V] -N, N-z^JL^)V^V'T. 83m g) ,^^;f7 U 

•i^A (I38mg), 3 -yPt- 1 -yp/\V-;i/ (0,027ml) ^N,N - '>'^9^;I/ 

^uu^.}Vi^-yuny -)V (3/1) -elftmb;^c„ «li^^7M^^ h u 

f#/to "tTsll^i h 'JX5^;i.T5 > (0.027ml) (D^UUt^)Vh. (iml) r^?S(Z. 0 
t:ThUAfNXy> (90mg) ^JP^T. 30'7^mm.W\^ti. KmU^m^O^ClZ^ni. 

r^m. i^ji^juT^> (0.044ml) ^mTi^-rmpi. 2mmt)^-fx^iML^-vm^i. 

ny-)V (3/1) TtttiBLT^Co WliS^^zKM^ h U -^/AT^jt^L, MflET 
^17%Tf#fcc 

'H-NMR (CDCb, 4 0 OMHz) : (5 1 . 04 (t. J = 7. IHz. 6H), 
1. 22 (t. J = 7. 3Hz, 6H), 3. 09 (q, J = 7. IHz. 4H), 
3. 36 (q, J = 7. IHz. 4H), 3. 75 (t, J = 6. 3Hz. 2H). 
3. 97 (s, 3H), 4. 29 (t. J = 6. IHz. 2H), 6. 93 (s, 
IH), 7. 10 (dd. J = 2. 7Hz, 9. OHz, IH), 7. 24 (d, 
J = 2. 7Hz. IH). 7. 27 (s. IH), 7. 45 (s. IH), 8. 33 
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(d, J = 9. 3Hz, IH). 8. 55 (s, 1 H) 
^MMl 3 3 : N— f2-^nD-4- ({6-^ h^x-7-r3- (4-e'J 

1^*4 (N- C4- {[7- (3 -^Otyn4^^^'» - 6 h:^>'-4 -4^ 
:f y'J:^;U]^^S/} - 2 n d y x -n' -^d tf;i/-> I/T, somg) , 
^m:^^J^A (I38mg), 4-p<;i/:^yhtfU>^> (22mg) ^N.N-i;'^^^;!. 
7ts;i.AT5 H dm 1 ) {3?g^L^r^T3BtFa1i«i^Lfco >5J^::^^tJ{C7j<^*n;^. 

^Dn>j^;i.A-yp/\v-;L^ (3/i) TrmtnLfz. mmm^m7K^m-t h V o 

'H-NMR (CDC13, 4 0 OMHz) : 5 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 0 (m, 2H). 2. 2 4- 2. 3 2 (m, 2H), 3. 11- 
3. 24 (m. 4H). 3. 99 (s. 3H). 4. 25 (t, J = 5. 9Hz, 
2H), 4. 70-4. 80 (m, IH), 6. 62 (s, IH), 7. 11 (d 
d. J = 2. 7Hz. 9. OHz, 1 H), 7. 11-7. 16 (m. 2H). 7. 
23 (s. IH), 7. 25 (d, J = 2. 7Hz, 1 H), 7. 45 (s, IH), 
8. 19 (d, J = 9. OHz, IH), 8. 3 0 - 8. 3 4 (m, 2h), 8. 
5 5 (s , 1 H) 

M*5^t/fffl (E S I -iMS. m/z ) : 5 5 4 (M*+ 1 ) 

13 4: N— {2-^DD-4-r (6-^ S^->- 7 - { 3 -r ( 1 - ^ 
5^;i/-lff-l. 2, 3, 4 --7" 5 -<;|/) ^:t17°D;j^4^'>} - 

4 -^:j-^/U::i;U) :^^>^i:7:n-;i/} -N' -y'n}^jiryu7 

mn (N- (4- {[7- (3 -yDf7°n7i^r^^>-) - 6 -p< h::^>'- 4 -4^ 
:^yUz:;U]^:^v} - 2 - p n :7 a: -;i/) -N' -y°a}^Jlry]yy^ somg) , 
;^^:^U':>A (I38mg). 5 h- 1 -7=- h ^y— (23mg) $N,N 

-xp<5^;1'5Jn;1'A7's K (imi) izmmi^-^ux'3mmwLrzo ^mm-^m 

i>Z7K^mx. ^oD4^;i/A-yn/w-;i/ (3/1) TffittiLTco Wtili^*7i< 
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'H-NMR (CDCh, 4 0 OMH z ) : (5 0. 9 1 (t, J = 7. 3 Hz, 3H). 
1. 5 1-1. 5 6 (m, 2H), 2. 3 9 - 2. 4 8 (m, 2H), 3. 17- 
3. 23 (m. 2H), 3. 56 (t, J = 7. IHz, 2H). 3. 86 (s, 
3H), 3. 97 Cs. 3H), 4. 27 (t, J = 5. 9Hz, 2H), 4. 7 
5-4. 82 (m, IH). 6. 63 (s, IH), 7. 10 (dd, J = 2. 7 
Hz, 9. OHz, IH), 7. 24 (d, J = 3. 7Hz, IH). 7. 44 (s, 
IH), 8. 19 (d. J = 9. OHz, IH), 8. 55 (s, 1 H) 
K«^#ffa (E S I -MS, m/z ) : 5 5 9 (M"+ 1 ) 
Mt^M 135: N- (2-^Dn-4 - {[6-^ h4^->- 7 - (3 - h'^'j 
yyajfs^jy) - 4-^-rVV-)U]:t^iy} y x.~)V) -N' -'yu\±)l^U 
T_ 

N- {2-^DD-4-[ (7 - t Kn^>^- 6 h4^5/-4 -=^^:^V'U — 
)V) :t=^->]:7ai-;i/} -N' -•y''u\L)V^V7 (500mg) M^-^^i^K (857 
mg), 1,3 ->^:7*D^yn/N°> (0.5ml) ^N,N - S^p^ ^jP^JUAT S H (5 

ml) \z.'mm\^m^'^ ■infm.wx^f^o M/£T?g$s^^5&LT#e,nfc5i${c7j< 
^Jn^> ^ pdzk;1/A/2 -7"D/\v (4/1) TjfttBb^co #ii/i&te7j<s{t 

N- (4- {[7- {?, -y'u^-y^uif^^ly) - 6 -p< h^v-- 4 -^:^V■U — 
- -N' - 7" □ hf ^U-:? 1/ T ^451mg, iK¥ 7 

l%-rt#/r„ N- (4- {[7- (3 -■7'n^yP7j^:^S/) - 6 h^-S^- 4 

-=¥-rV^J :=.)U]-t^'>} - 2 pd:7x-;1/} -n' -ypt°;i/'^UT (70 

mg). mmtl^JOJA (54ing), e^U>>^> (39ul) ^N,N - :A^Jl^7iKjlI^T ^ 
K (2m I) MII^Lfco MmTl^^S^^^LT^bn/cF^ $ 

mm-r h U ':>ATr$^^tL, MI£T?§|[S^^^LT#bn7^c5^S^^^PPzN;i/A/ 
^^y_;K2 0/1) -eSF^T^->U;^fy;i/^p-7 h^^^:7^-{c=i:Dffii:iL. 
^ScO'ft'&^I^SSmg. iK^50%T#fco 

'H-NMR (CDCLi, 4 0 0 MH z ) : (5 0 . 9 8 (t, J = 7. 6Hz, 3H), 



wo 00/43366 



PCT/JPOO/00255 



- 127 - 

1. 46 (br, 2H), 1. 5 4- 1. 6 6 (m, 8H), 2. 15 (br, 2 
H). 2. 44 (br. 2H),.2. 55 (br, 2H), 3. 2 0- 3. 3 0 (m, 
2H), 4. 04 (s, 3H), 4. 27 (t. J = 6. 6Hz, 2H), 4. 77 
(t. J = 5. 9Hz. IH). 6. 65 (s, IH), 1, 17 (dd, J = 2. 
7Hz, 9. OHz. IH), 7. 32 (d, J = 2. 7Hz. 1 H), 7. 33 
(s, IH), 7. 49 (s. IH). 8. 24 (d. J = 9. OHz, IH), 8. 
6 1 ( s . 1 H) 

^»J1 36 :N- r2-^aD-4 - ({7-p<h^'>-6 - [2 - (4-p<^ 
;i^tf^^'>V) XK4^'>1 -4-4^^yu-;i.} ^^^y) y -n' -y 

(N- {2-^7nn-4 - [(6-tFD^>'-7-^K4-v-4 -4^^v'U - 
;i/) -^^iy^ -ya^'M - N' -:7°ntf;i-':>i/7' (5 o Omg), mmti U-^A (8 
5 7mg)> 1, 3 - vyDtyp/\°> (0. 5ml) ^N, N - >^^5^;L'4s;I/A 
K (5ml) \zMm\^'m^-T: znf^m.W\^fz. MEET^^^g^LTf#e>n 
/i^S^fCTK^Sn;!, ^□□5}^;i^A/2 -yn/\v-;L' (4/1) T^ftmLTto W 

N- (4- {[6- (2-yn^Xh^-» - 7 4 - 
^::hy~Ux;H - 2 - ^ P o :7aix;H -n' - t:;i/'> I^T^ 4 5 

Img. JK^7 1 %Tf#;to N- (4 - {[6 - (2 - ^D^X - 7 - ^ 

h^i^- 4 -+::hyux;i/] ::t4^>'} - 2 - o □ "7 j- x;n -N' -ypti;p 
■^I/T (5 0mg), ^^:^U'^A (4 0mg). N- p<5^;i/tf^^ i>"> ( 5 0 
1) ^N, N->^p^^;U7^;i/AT5 K (1ml) L^yaT-B^it^^ L:^Co 

^L.T^#e>nrc5^^$^^□^7i^;^A/^5'y-;^TM§i-r'^)->'J;^y;^^7^•T h 

'H-NMR(CDC1., . 400MHz):50. 98 (t, J = 7. 3Hz. 
3H). 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br. 2H). 2. 71 (br, 2H), 2. 97 (t, J = 6. 



wo 00/43366 



PCT/JPOO/00255 



- 128 - 

IHz, 3H). 3. 2 4- 3. 2 9 (m. 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. IHz, 2H), 4. 83 (br. IH). 6. 69 (s, 1 H), 
7. 16 (dd. J = 2. 7Hz, 9. OHz. IH), 7. 30 (s, IH), 
7. 31 (s, IH), 7. 55 (s, IH). 8. 25 (d. 3 = 9. OHz, 
1 H). 8. 6 2 (s . 1 H) 

KS^tffl (E S I -MS, m/z ) : 5 2 9 (M^ + 1 ) 

mmm 137 :N-[2-^DD-4 ({7-p< h^->- 6 - [3 - (4-?^^Jl 
h°^-^->V) 7°OAfK4^v] -4-^:hv'U y j^-j],] -n' -y 

(N- {2-^nD-4 - [(6-b:KP4^>'-7-><h^>-- 4 -^±v'Un 
;^) ^^^-J yji-JU} -N' -ynhfjl^-^/i/T (5 0 Omg). ^m:fj^J^A (8 
5 7mg). 1, 3 -i^v'"'ntya/\°> (0. 5m 1 ) ^N, N->?p<5^;|/a|n;1/A 
K (5ml) (C?g^L^raT3P#fBljti4iL7:i„ MET?^^^^iiSbTf#e>n 
/z?^l^{Z7j<^*n;l, ^on:^;i/A//2 -yp/\v-;u (4/1) -effltfiLfcc W 

^JUl^-m^L. N- (4- {[6- (3 -y n^yu^.^^y) -7-^l.4.>>_4 

^^s^} - 2 00:7:1: -N' -yuh^jiyuy^ 4 

5 1 mg, IK¥7 1 Xlsmrco N- (4 - {[6 - ( 3 - ^ □^:7°nzt^:^>^) - 7 
h^iy- 4-^^V''J:=.JU] :t+->} - 2 - D D :7 x -;H -N' -^P 
IriJU^l^T (5 0mg), i^m:^^jyA (4 0mg), N - p< 1:^^ (5 

Oul) SrN, N->^pC^;L'5}^;UAT5 K (1ml) izmmL-^'UTi—mmwi^ 
®* LTf# ^ ntzn^^ ^ p p A/^ ^ y -;n7Mr?fTr -5) u o 

'H-NMR (CDC 1 , 4 0 OMHz) : 6 0 . 98 (t, J = 7. 6Hz. 
3H), 1. 5 8 - 1. 6 4 (m. 2H). 1. 71 (br, 4H), 2. 31 (s, 
3H). 2. 53 (br. 2H). 2. 71 (br, 2H), 2. 11-2. 17 (m. 
2H), 2. 30 (s, 3H), 2. 5 9 - 2. 6 2 (m. 2H). 3. 24-3. 
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29 (m, 2H), 4. 04 (s, 3H), 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br, IH), 6. 67 (s. IH). 7. 17 (dd, J=2. 7H 
z. 9. OHz, IH), 7. 31 (s, IH). 7. 31 (s. IH), 7. 52 
(s, IH), 8. 25 (d, J = 9. OHz, IH). 8. 61 (s, 1 H) 
(E S I - MS, m/z ) : 5 4 3 (M^ + 1 ) 

mmm i 3 a ■. n- (2-^dd-4- {r7-p<h^->-6 - (2-eu>?;i^ 

-4-:^-:>--/U -;M:t^'>} 7j:-;1/) -N' - 7°D h:;i^'j7 b-T 
(N- {2-^np-4-[ (6 - k KP^>-- 7 h^->- 4 -=^^ 
y'U::i;i') :t^'>]7x-;p} -n' -yp tf;i/'^ 1/T, SOmg) ,^^:^'J':7A 
(I38mg), 2- (^PP^5^;p) h:'J>^>it^;^ (41mg) ^N,N 

:^;i/AT5 K dm 1 ) izmmLi2o''cr- smmmwvrcc Kjt^m-^mzy^^^m^. 

^uu-7t-s)VK--run; -)\. (3/1) "CfflmL^Co Waii^iS7K«:M- U 

'H-NMR (CDCI3, 4 0 OMHz) : 5 0. 9 1 (t, J = 7. 6 Hz. 3H), 
1. 51-1. 58 (m. 2H), 3. 17-3. 22 (m, 2H), 4. 02 (s, 
3H). 4. 69 (br, IH). 5. 36 (s. 2H). 6. 57 (s. IH). 
7. 08 (dd, J = 2. 7Hz, 9. OHz. 1 H), 7. 21-7. 29 (m, 
2H). 7. 5 3 - 7. 5 5 (m, 2H). 7. 66-7. 71 (m. IH). 8. 
15 (d. J = 9. OHz. IH), 8. 5 5 - 8. 5 7 (m, 2 H) 
%WMf\\^ (E S I -MS, m/z ) : 4 9 4 (M^+ 1 ) 

^mmi 39. -N- (2-/7PP-4 - {p7-^[.^.>-6 - (3-:e.;U^'; 
j-y'u-^.^^^) - A-^-r^/^)-m^:^iy\ y^L-jl) -N' -yphfjl^-j?!^ 
T 

IWM (N- (4- {[6- (3 -yp^f^^t^i^) - 7 h4^->- 4 -^^y~u 

x;i^]:t=l^S^} - 2 -^PP7x-;i/) -N' -y''n\dJU^U7. 54mg) 
;^U'i7A (l38mg), ^:;i/4^ij> (0.017ml) ^ N,N - V p< ^;i/At^;UA 7 5 K (1 

ml) ^^sfg-&ti{37j<^jin^, i7pp7j^;L,A 

-yp/\v-;i^ (3/1) H'mtHLfz. ^mm^m7i<^mi-horyM.-Tr$tmL. 
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'H-NMR (CDCI3, 4 0 OMHz) : (5 0. 9 l (t, J = 7. 6 Hz. 3H). 

1. 4 7 - 1. 5 9 (m, 4H), 1. 8 8- 2. 0 0 (m, 2h), 2. 35- 

2. 48 (m. 4H). 3. 20 (dd, J = 7. 3H z . 12. 9Hz, 2H). 

3. 6 2 - 3. 7 4 (m, 4H), 3. 97 (s. 3H). 4. 15 (t, J = 6. 
3Hz, 2H). 4. 7 4-4. 8 0 (m. IH). 6. 63 (s. IH), 7. 0 
9 (dd. J = 2. 7Hz. 9. OH2, IH), 7. 24 (d. J = 2. 7Hz, 
IH), 7. 42 (s, IH), 8. 18 (d. J = 9. OHz. 1 H), 8. 54 
(s. IH) 

nm^^i^ (E S I -MS, m/z ) : 5 3 0 (M"+ 1 ) 

mmm 140 .-N- {2-^aa-4 - r(6 - f3 - (2-hKD:^ '>x^;i^) 

(N- (4- {[6- (3 -7'n^7°D4?^>^) - 7 4 

±y u — - 2 po:7x-;u) -n' -yp tf;!/-:? u-t, 51m g) , 

iMMtl^J^yA (68mg), 2- (^5^;i/T5y) JL^y—JU (l5mg) ^N,N- 
i^^5^;L':^;L'A7'5 K (im 1 ) \zmML80''CT: 3mmm^LrCo KFBf^-^t^lZ 
yK^m^. ^nn-tsjlA-ya/^y -jl (3/1) TfflttSL;^c„ W*i«^^7« 

'H-NMR (CDCI3, 4 0 OMHz) : (5 0. 9 5 (t, J = 7. 6Hz. 3H), 
1. 5 3 - 1. 6 2 (m, 2H), 2. 0 8-2. 15 (m, 2H), 2. 3 0 (s, 
3H), 2. 58 (t, J = 5. 4Hz, 2H), 2. 68 (t, J = 7. IHz, 
2H). 3. 21-3. 26 (m, 2H), 3. 60 (t, J = 5. 4Hz, 2H), 
4. 02 (s, 3H), 4. 23 (t, J = 6. 3Hz. 2H), 5. 06 (t, 
J = 5. 6'Hz, IHz), 6. 79 (s, IH), 7. 13 (dd, J = 2. 7 
Hz, 9. OHz, IH), 7. 27-7. 28 (m, 2H), 7. 48 (s, 1 
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H), 8. 21 (d, J = 9. OHz, IH), 8. 58 (s. 1 H) 

mmmi 41 .-N- (2-^DD-4 - {r6-p<H^->-7- (2-h:U>^;W 

p< h^-» - 4 -^y u;i/i:t^'>} y^:=-)i) -N' -yn i^T 

(N- {2-^Dn-4-[ (7 - t HP^v^- 6 -p< h^'>- 4 

U;i/) :^-4^s^]:7x-;i/} -n' -y°u}dJi^UT. somg) ,^m:^U'^A (13 

8mg), 2 - ^UU^^JUifV i^>^mi^ (4lmg) $N,N - >^p<5^;U:t^;UA 

75 H (imi) \zmML8ox:i:3mmmi^vrco Kmrn^^i^izy^^mpi. 

nzf^;i/A-ynAV (3/1) Tfflmbfco WM^M7KM:^ h U ':>AT 

'H-NMR (CDCh, 4 0 OMHz) :50. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd. J = 7. IHz, 12. 9H 
z, 2H). 4. 05 (s, 3H). 4. 7 5 -4. 8 2 (m, IH). 5. 42 (s, 
2H), 6. 46 (d, J = 5. 4Hz. IH), 6. 67 (s, IH), 7. 08 

(dd, J=2. 9Hz, 9. OHz, IH), 7. 19 (d, J = 2. 7Hz, 
IH), 7. 44 (s, IH), 7. 53 (s, IH), 7. 56 (d, J = 7. 8 
Hz, IH), 7. 69 (dt, J = 2. OHz, 7. 8Hz, IH), 8. 25 

(d, J = 9. OHz, IH), 8. 46 (d, J = 5. IHz, IH), 8. 6 
1 (d. J=4. 6Hz. IH) 

K«^^tifffi (E S I -MS, m/z ) : 4 9 3 (M^+ 1 ) 

j^lS^J 142 :N- (2-^ □□-4- {r6-yh^>^-7 - (3-e'J 

- 4 -4^7 u;h:^4^'>} 7x-;i/) -N' -yDe;P'^UT 

J^ilSf (N- {2-^nP-4-[ (7-t KD^>^-6-y h^>--4-4^y 

U;i-) :^4^>']:7ai:2;i/} -n' - tf;i/':> i/7> somg) ,W<Mti')^L. (13 

Smg). 3 DDy^;i/e'J >?>]^^:^ (4lmg) $ N,N - >>-y 5";1/4n;1/A 
y=H dm 1 ) fI?§^L80X:T3B#rpm*^L-fco K]t^^^mZ7'^^1]V^X. 
P:J^;i/A-yp/W -;U (3/1) Tfflttibfco WIIIJ12:M7K5i?E^^ h U '^Alr 

i^^L, MffiT?§$s^®*LTt#e>n7t^^$^HP L cfiTsris^L, ^sc^fb-^ 

#5^7 Omg. iK^71%Tt#/io 
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'H-NMR (CDCb, 4 0 OMHz) : 5 0. 9 7 (t. J = 7. 3 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd. 3 = 7. 3Hz, 12. 9H 
z. 2H). 4. 02 (s, 3H). 4. 8 2 -4. 9 0 (m, IH). 5. 30 (s. 
2H), 6. 47 (d. J = 5. 4Hz, 1 H), 6. 72 Cs, IH), 7. 09 
(dd, J = 2. 7Hz. 9. OHz. IH), 7. 19 (d, J = 2. 7Hz, 
IH). 7. 32 (dd, J=4. 9Hz. 7. 8Hz, 1 H) 7. 47 (s. 1 
H). 7. 52 (s. IH). 7. 84 (d, J = 7. 8Hz, IH). 8. 26 (d, 
J = 9. 3Hz. IH), 8. 47 (d. J = 5. 4Hz, IH), 8. 58 (d, 
J==3. 2Hz, IH), 8. 7 5(s,lH) 
Ka^Uffi (E S I - MS, m/z ) : 4 9 3 (M"+ 1 ) 
MMWij 143 :N- (2-^aa-4 - {r6-^h^'>-7 - (4-h:*J-:yJU 
y^h^jy) - 4-^/ JU]:t=^iy} y x.~)V) -N' - •7°n hf;U'^ IxT 

(N- {2-^7Dn-4-[ (7 -k Kp^^^-- 6 h^>--4-4^y 
U;i/) :t^iy]y j^:=.)V} -N' - 7° D tVl^'^ UT, 80m g) ,^^;^7'J'i7A (13 
8m g), zyy^j^m. (4lmg) ^N,N - 

H dm 1 ) izmMLsovusmmmi^Lrzo K)t^m^!^iz7K^m^. 

o4^;|/A-7°n/\V-;P (3/l) TtttiiLfcc Wtiii^M7j<M±h U -^AT 

?MffiT?§$S^ig^ L-Tt# e> nfc^^$ ^HP L C(IT*t^ J ^ScDft 
^4^^7 1mg. iK^71%Tt#fco 

'H-NMR (CDCl.,, 4 0 OMH z ) : (5 0. 9 7 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H). 3. 25 (dd. J = 7. IHz, 12. 9H 
z. 2H), 4. 05 (s, 3H), 4. 8 6 -4. 9 2 (m, IH), 5. 32 (s, 
2H), 6. 48 (d, J=4. 7Hz, IH), 6. 73 (s, IH), 7. 08 

(dd, 3 = 2. 7Hz, 9. OHz, IH), 7. 19 (d. 3 = 2. 9Hz, 
IH), 7. 38 (s, IH), 7. 41 (d. J = 6. IHz, 2H), 7. 54 

(s, IH), 8. 26 (d, 3 = 9. OHz, IH), 8. 46 (d. J = 5. 
4Hz, IH). 8. 61 (d. J = 6. IHz, 2 H) 

nm^A^m (e s i -ms, mXz ) .-493 (m"+ 1 ) 

144.- N- (2-^nD-4 - {r6-;<h^'>-7 - (2 -^;^7t^'j 
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yxh^'» - 4-=¥y M:t=^'>} yji-ji) -n' -^ai^ji'yuT 

mn (N- {2-^'Dn-4-[ (7-t KD + >--6-^ h4^>--4-^y 
VJl) ^^zy]y:E-M -N' - y P tf;l/'i7 1/7, 100m g ) U -^7 A (l 

72mg). 1,2 ->?:7'D^x^> (0.086ml) ^N,N- v?p<5^;1//Jn;UAT5 K (l 

ml) \zmmL^UT:3mmmi^Lrzo >^^&^^#i(C7K^*px., ^dd^Jsji^a- 

ynAV-;L^ (3/1) -eamL;^Co >ta»^^7«^::hhU'5'AT^g^b, M 
iET?^^^|gSLTf#e>nfc^$^X-^;ra5fe#L, ^T^m (N- (4- {[7 
- (2-yn^xh^>') -6-^ h^v-4-4-y U;i/];^4^->} -2-^n 

□ :7a:X;P) -N' -yntf;i.^UT) ^ff/to ^^;^U'i7A (I38mg), 

^;U^U> (0.17ml) ^N,N-i>";<5^;U7}^;i/AT5 H (im 1) IZMMLSOVX- 
immm^LTz. ^JtM^miZ7K^m^. ^na^t^jlA-y'n/^y -ji (3/1) 

'H-NMR (CDCh, 4 0 OMHz) : (5 0. 9 1 (t. J = 7. 6Hz, 3H), 
1. 50-1. 59 (m, 2H), 2. 57 (t, J=4. 6Hz, 4H), 2. 
88 (t, J = 5. 9Hz, 2H). 3. 18-3. 23 (m, 2H), 3. 68 
(t, J = 4. 6Hz, 4H). 3. 94 (s, 3H), 4. 26 (t, J = 5. 
9Hz, 2H), 4. 98 (t. J = 5. 3Hz, 2H), 6. 41 (d, J = 5. 
3Hz. IH). 6. 74 (br, IH), 7. 03 (dd. J = 2. 7Hz, 9. 
OHz. IH). 7. 14 (d. J = 2. 7Hz, IH), 7. 34 (s. 1 H), 
7. 43 (s. IH). 8. 42 (d. J = 5. IHz. 1 H) 
Ka^tffM (E S I -MS, m/z ) : 5 1 5 (M^+ 1 ) 

145 :N-r2-^DD-4-r{6-yh=!^'>-7-f2 - (lH-1. 

2, 3 - hUTV'-;!/- 1 --r;u) x h4^->i- 4 -^yj;^} pj-^->->7 j:x;pi 

(N- {2-^PP-4-[ (7 - t KP^->- 6 -y h=i^S/-4-^y 
UJl') :t=!^S/]-7xx;H -N' -yPh°;i/'^I/T> SOmg) ,0^^;^iJ':>A (13 
8mg), 2- (lH-1. 2. 3 - S U TV-;!/- 1 --r;W H^Jl 4-^ 
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1 -^>iz>7.JUy :ti— h (59mg) ^N,N->5p<.5^;Ujt:;i.AT$ H 

(imi) izmmi^uowsmmmwLfz. Kut^M^mizj^^m^. ^ua^sji 

K-y'unj-)), (3/1) TJS/llL;to W^S^^tKM:^ h u 'j7ATl!;^L, 

'H-NMR (CDCh, 400 MHz): (50. 97 (t. J = 7. 6Hz, 3H), 
1. 5 7 - 1. 6 3 (m, 2H), 3. 2 3 - 3. 2 8 (m, 2h). 4. 01 (s, 
3H), 4. 52 (t, J = 5. IHz. 2H), 4. 81 (br, IH), 4. 9 
3 (t. J = 5. IHz, 2H). 6. 47 (d, J = 5. 4Hz. IH), 6. 
69 Cs, IH). 7. 08 (dd. J = 2. 7 Hz. 9. OHz, IH), 7. 
18 (d, J = 2. 7Hz, IH), 7. 37 (s, IH), 7. 51 (s, IH). 

7. 72 Cd. J = l. OHz, IH). 7. 97 (d. J = l. OHz, IH), 

8. 26 (d. J = 9. OHz, IH), 8. 48 (d, J = 5. 4Hz, 1 H) 
H«^t/ffl (E S I - MS, m/z ) : 4 9 7 (M*+ 1 ) 

mmm i 4 e :N-r2-^Dn-4 - ({7-r2 - (ih-i --r $yv"u ;u) 

mn (N- {2-:i7on-4-[ (7-hKD4^v'-6-p<h^S/-4- + y 
U;i/) ^^i^]7a:-;H -N' -yo I::;i/'j7 l/T, 80m g) 'J -^A (l3 

8m g), 2- (IH— 1 --r 5^*yu;i/) x5^;i/ 4 1 -^>-{i>x 

;i/7;t:^-h (59mg) ^N,N->?y5^;i.3j>;UAT5 K dm 1 ) tc?g«?Li20 

'H-NMR (CDCh, 400 MHz): 50. 96 (t. J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 2H), 1. 9 0 - 2. 0 8 (m. 2h), 3. 24 (d 
d, J = 7. IHz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t. J = 7. 3Hz, 2H), 4. 88-4. 
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94 (m, IH). 6. 32 (s. IH). 7. 14 (dd, J = 2. 7Hz. 9. 
OHz. IH). 7. 25 (s, IH), 7. 29 (d. J = 2. 7Hz, IH), 
7. 48 (s, IH), 7. 55 (s, IH), 7. 70 (s, IH). 8. 23 (d. 
J = 9. OHz, IH). 8. 5 8 (s, 1 H) 
mm^mm (ES I -MS. mXz) : 4 9 6 (M*+l) 

mmmi 47 .-n- (2-^dd-4 - (r7 - (3 -h Hn4^->ya;}fr^v) 

(N- {2-^i7po-4-[ (7 -h Kp^S^- 6 -p< h + >--4-4-/ 
U;U) :t^i-]yj^-JV} -N' -yPtf;L''5'I/T, SOmg) ,j^^;^U'i7A (l3 
8mg). 3 -ypt- 1 -ypAV-;!^ (0.027ml) ^N,N - 

K dm 1 ) izmML-^I^XlsmmmWl^rco KFt^U-^i^iZyic^m^. ^P 
p^;L'A-7'paV-;I/ (3/1) T?fittlLfcc WM^te7j<Sf£^::H h U ':7A-e 

'H-NMR (CDCla, 4 0 OMHz ) : (5 0. 9 2 (t. J = 7. 6Hz, 3H), 
1. 4 5 - 1. 6 2 (m, 2H), 2. 09-2. 18 (m, 2H), 3. 21 (d 
d. J = 7. IHz. 12. 9 Hz. 2H). 3. 87 (t, J = 5. 6Hz. 2 
H), 3. 94 (s, 3H), 4. 31 (t. J = 6. IHz. 2H). 4. 81- 
4. 87 (m, IH), 6. 42 (d. J = 5. IHz, IH), 6. 69 (s, 
IH). 7. 03 (dd, J = 2. 7Hz. 9. OHz. IH). 7. 14 (d. 
J = 2. 7Hz, IH). 7. 36 (s, 1 H). 7. 43 (s, IH), 8. 20 
(d, J = 9. OHz, IH), 8. 42 (d. J = 5. 4Hz. 1 H) 

148 .-N- [2-^PP-4 - ({6-^H^v-7 - [2 - (4-p^^ 

;i^tf^^>>V) xh^->] -4-:^yu;p} :t=l^>^) :7x-;u] -n' -ypbf 

mm (N- (4 - {[7 - (2--7'P^:Xh::|^-» - 6 - ?^ h - 4 - ^ / V 
;H :^=t-->} - 2 PPyx-;i/) -N' -yPti;i/'^l/T. 5 0mg). 
tlV^A (13 8mg). 1 -p<5^;Kf-^^i>'> (0. 0 5 5ml) ^N, N-i^' 

K (imi) smmmwLrz. Kit^f^-^^iz 
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7K^m^. ^nD3is;i.A--7°nAv-;ix (3/1) -effimb/to ^mm^m?^^ 

iy. mmo^t-^i^^ 5 4mg. iK^l 0 0 %-et#/!:o 

'H-NMR (CDCI3, 4 0 0MHz):(5 0. 9 2 (t. J = 7. 3Hz. 

3H), 1. 4 9- 1. 6 2 (m, 2H), 2. 24 (s. 3H), 2. 35-2. 

70 (m, 2H), 2. 90 (t, J = 4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H). 3. 94 (s. 3H). 4. 26 (t. J 
= 6. IHz, 2H), 4. 7 5 -4. 8 5 (m, IH), 6. 41 (d. J = 5. 
IHz. IH). 6. 67 (s. IH). 7. 04 (dd, J = 2. 7Hz. 9. 
OHz, IH), 7. 14 (d, J = 2. 7Hz, IH), 7. 34 (s, 1 H), 
7. 42 (s, IH), 8. 19 (d, J=9. OHz, IH), 8. 42 (d, 
J = 5.1Hz,lH) 

MSrJ^tfrM (E S I - MS. m/z ) : 5 2 8 (M* + 1 ) 

149. -N- (2-^PD-4 - {[7 - (2-h Kn^'>x h^z^) - 

6-p< h4^'>-4-4^yu;M:t^->} 7x-;U) -N' - -7°o hf;i^r> I^T 

(N- {2-^PP-4-[ (7 - t: Kn:^->- 6 h^->- 4 
•j;i/) :^^'>]7ni-;H -N' -y'ai^juryuy. somg) ,^^:^U'^A (13 

8mg), 2 -yu^X^ /—JU (0.021ml) ^N,N-iy ^^JlyisJl AT ^ \^ (l 

ml) izmmi^^u-cismmmwLrzo KitsM^t^izyK^m^. ^nnn^jiA- 

yD/W-;i/ (3/1) TfflttJLT^Co «S^^7K«:M- U ':7AT$^^L. M 

azJ^Dmmi^. ^ffiOfb^#;^80mg, lK^90%Tf#7to 
'H-NMR (CDCI.., 4 0 OMH z) : 5 0. 9 6 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd. J = 7. IHz, 12. 9 
Hz, 2H), 3. 99 (s, 3H), 4. 07 (t, J=4. 4Hz, 2H), 4. 
28 (t. J=4. 6Hz, 2H). 6. 46 (d, J = 5. 4Hz, IH). 6. 
77 (d,J=8. 3Hz, IH), 7. 08 (s, IH), 7. 08 (dd. J = 2. 
7Hz, 9. OHz, IH), 7. 42 (s, IH), 7. 49 (s, IH), 8. 
25 (d, J = 9. OHz, IH), 8. 48 (d, J = 2. 9Hz, 1 H) 



wo 00/43366 



PCT/JPOO/00255 



- 137 - 

mm^jjl 50 :N- {2-^OD-4-r(7 - {2-r (2 -h Kn4^'>X^;i/) 

-N' -yDhf;i/'^i/T 

(N- (4- {[7- (2-7"'n^xh4^>-) - 6-^ h::^-'>-4-4^y 
V)l]^^'>} -n' -T'p If;!^-:? UT, 50mg) MB. 

t}^)02^ (I38mg), 2- (p<5^;i/T5y) JL^y—)V (0.040ml) ^N,N- 

s^y5^;i/7K;i/A7 5 K (imi) \zmm\^-^i^'r:immm.WL'rc. Kmm^^mz 

7K^*n;l. :i7nn4>;PA-yn/\v-;P (3/1) T^fimL;^, Wliji^^7m 

'H-NMR (CDCh, 4 0 OMHz) : 6 0 . 97 (t. J = 7. 6 Hz. 3H), 
1. 5 4- 1. 6 5 (m. 2H), 2. 42 (s. 3h), 2. 69 (t, J = 5. 
IHz. 2H). 3. 00 (t. J = 5. 6Hz, 2H). 3. 26 (dd, J = 
7. IHz, 12. 7 Hz, 2H), 3. 6 4 (t, J = 5. IHz. 2H), 3. 
99 (s. 3H), 4. 26 (t. J = 5. 6Hz. 2H). 4. 66-4. 69 
(m, IH). 6. 4 6 (d, J = 5. IHz, IH), 6. 7 0 (s. IH), 
7. 09 (dd, J=2. 7Hz, 9. OHz. IH). 7. 19 (d. 1 = 2. 
7Hz, IH), 7. 39 (s, 1 H), 7. 47 (s, IH), 8. 24 (d. J 
= 9. OHz, IH), 8. 47 (d. J = 5. IHz, IH) 
Ka^tffii (E S I -MS, m/z) : 5 0 3 (M^+ 1 ) 
^mW^\ 15 1 :N- (2-^aD-4- {r6-p^N4^->-7 - (3 -^;i^^U 
y7"D4^4^f» - ^) Mzt^jy) y:r.-)V) -N' -fU\d)V^U'7 

(N- (4- {[7- (3 -yn^yD:^4^-» - 6 - ^ S/- 4 -4^ 
y U;i^]:t4^>'} - 2 -^Dn:7a:x;U) -N' - 7° P tVU-^ UT, 52mg) ,^ 
^i7U'::7A (I38mg), =E)V-^^)y (o.044m 1 ) $N,N - ^/p< 5^;|/7|s;i/AT 5 

K dm 1 ) \zmmi'mEii:immm.Wi.rz.. K^-w^mz7\^^m^. :^dd7]^ 

;UA--7"'n/\v-;i' (3/1) -irJStiiL;to Wtiii^te7K5S^^ h u r> AT$t:i# 
23m g. iR*44%-rl#/to 
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'H-NMR (CDCh, 4 0 OMH2) : <5 0. 9 2 (t, J = 7. 6 Hz. 3H). 

1. 49-1. 60 (m. 2H), 2. 02-2. 11 (m, 2H), 2. 40- 

2. 47 (m, 4H). 2. 52 (t, J = 7. IHz. 2H). 3. 21 (dd, 
J = 7. IHz, 12. 9 Hz, 2H), 3. 6 2 - 3. 6 9 (m, 4h), 3. 9 
5 (s, 3H). 4. 20 (t. J=6. 6Hz, 2H). 4. 7 0-4. 7 8 (m. 
IH). 6. 41 (d, J = 5. IHz. IH), 6. 64 (s. IH), 7. 0 
4 (dd. J = 2. 7Hz. 9. OHz. IH). 7. 15 (d. J = 2. 7Hz. 
IH), 7. 37 (s, IH), 7. 43 (s. IH), 8. 20 (d, J = 9. 0 
Hz, IH), 8. 42 (d. J = 5. 4Hz. 1 H) 

mmmi 5 2:N-r2-^Dn-4- (6-p<h^'>-7 - (\ 3 - (4-p<^ 

(N- (4- {[7- (3 -yntyD:i^4^-» -6-;>C H4^'>-4- + 
yOJl]:t^iy} - 2 -^nnyx.-)l) -n' - yn tf;i.«^ I/T, 52mg) M 

mtiv^yA (i38mg), 1 -p^5^;i/e^^-^> (0.055m d ^n,n-^^p<^;u 

^auTi-^jlA-y'a/^y -jl (3/1) TtfimL;to ^S^^zKift^^ h u -i^ 
ft:^#^4lmg. iR^76%Tf#/to 

'H-NMR (CDCl:., 400 MHz): (50. 92 (t, J = 7. 6Hz. 3H). 
1. 4 9- 1. 6 4 (m. 2H). 2. 0 2-2. 10 (m. 2h), 2. 2 3 (s. 
3H). 2. 3 0 - 2. 5 6 (m, 8h). 2. 52 (t. J = 7. 3Hz. 2H). 

3. 20 (dd. J = 7. IHz. 12. 9 Hz, 2H). 3. 94 (s. 3H). 

4. 19 (t, J = 6. 8Hz, 2H). 4. 8 3 -4. 9 2 (m. 1h), 6. 
40 (d. J = 5. IHz, IH), 6. 69 (s, IH). 7. 03 (dd. J 
= 2. 9Hz. 9. 3Hz, IH). 7. 14 (d, J = 2. 7Hz, IH). 7. 
35 (s, IH), 7. 42 (s, IH). 8. 19 (d, J = 9. OHz, IH), 
8. 4 2 (d, J = 5. 4Hz, 1 H) 

Sa^WM ( E S I -MS, mX z ) : 5 4 2 (M" + 1 ) 
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Mmmi 53 :N-r2-^an-4 - (6-p^h4^->-7 - {r3 - (lH-1. 

hUT^/-;K0.41ml), 1 -:rn^- 3 -^□oypA> (0.79ml), a-^fbT" 
h'^y5^;i/T>^-'^A ClOmg)> ^^ZS3M7^m^ti-hV^M.7mm (1ml) 

^Y±h> (10ml) soVTismmm^LTco ^mm^mizj^^ua^. 

^fmm (327mg) ^fffcc 

mm (N- {2-i7np-4-f (7-h Hn=^^>-- 6-^h4^'>-4-=l^yU 
;p) :t^i>]:7x-;i/} -N' -y'n\:fJU^U7. SOmg) ,^^;^iJ'^A (138 
mg), W^(D^mi^ (43mg) ^N.N- ':/p<5^;i/AfN;i/A7'5 F (im 1 ) {C^^ 

(3/1) TtttBL/to ^mm^Mymm-rho^AT^mi.. mmTmrn^m 

■H-NMR (CDCl:., 4 0 OMHz) : (5 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H), 2. 4 9 - 2. 5 8 (m. 2h). 3. 26 ( d 
d, J = 7. IHz, 13. 2Hz, 2H). 4. 01 (s, 3H). 4. 15 (t, 
J = 5. 9Hz. 2H), 4. 69 (t, J = 6. 6Hz, 2H), 4. 90-5. 
00 (m, IH), 6. 46 (d. J = 5. IHz. IH). 6. 77 (s, IH), 
7. 08 (dd. J = 2. 7Hz. 9. OHz, IH), 7. 19 (d. J=2. 
7Hz. IH). 7. 36 (s. IH). 7. 51 (s. IH), 7. 61 (s. 1 
H), 7. 67 (s, IH), 8. 26 (d. J = 9. OHz. IH). 8. 47 (d, 
J = 5. 4Hz, IH) 

mm^mm (e s i -ms. m/z ) : 5 1 i (m"+ 1 ) 

154 :N-r2-^aD-4 - ({7-r3 - (lH-1 )l) 
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5 y y-;K680mg). 1 -y'P^- 3 -iJ7Dn:7°p/\°> (0.79ml). a^it^ 

h^y^Jl^yyE-^A (lOmg). ^<^ZS3M7Km<ti-hVK7A7iimm dml) 

^y±h> (10ml) izmmi^. soVTismmmp^vtzo KjiK^m-^mzjK^m^. 

ML. ^mi^ (1- (3-^nnyn}dJl) -IH — f^yV-Jl. 525mg) ^ 

11*4 (N- {2-^nn-4-[ ( 7 - h K D^i^- 6 - ^ 4 -^^y 

U;U) :t^iy]yj:.-Jl} -N' - tVlz-j? 80mg) ,j^^:^7'J'^A (13 

8mg), mm(0^mit (42mg) ^N,N->>"y 5^;i//jN;i/AT5 H dm 1 ) fc?^ 

mi^8ox:'V3mmm.i^Lrco Kit^f^-^mizy^^UQ^. ^pp/j^jUA-yp/iy- 

;U (3/1) r-mtHLfzo «S^M7KM^ N U -^AT^^L. MffiT?^^^ 

'H-NMR (CDCh, 4 0 OMHz) : 6 0. 91 (t. J = 7. 3 Hz, 3H), 
1. 48-1. 60 (m, 2H). 2. 27-2. 36 (m. 2h), 3. 20 (d 
d, J = 6. 8Hz. 12. 9 Hz, 2H). 3. 97 (s, 3H), 4. 06 (t, 
J = 5. 9Hz, 2H), 4. 21 (t. J = 6. 8Hz, 2H). 6. 39 (d, 
J = 5. 4Hz, IH), 6. 90 (s, IH), 6. 98-7. 04 (m, 2H). 
7. 12 (d. J = 2. 7Hz. IH), 7. 30 (s. IH). 7. 44-7. 
48 (m, 2H), 8. 22 (d, J = 9. OHz, IH), 8. 41 (d. J = 
5 . 4 H z , 1 H) 

155 :N- {2-^Pn-4-r (7 - {2 -Ffx (2-1:1 KP=^->X5^ 
;p) T^yiXh^^y} - 6 -y h^v- 4 -4^7 U;i^) Pf^->i:7 -N 
' -yp 

J!15^ (N- (4- {[7- (2 -:7"'P^X h^^-) - 6 -7 h4^>^- 4 -^y 

'j;i/]^^->} - 2 pp7j[ix;|/) -n' -yp hfjiz-^i/T, 5omg) 

tlVOA (I38mg). 1 - y9-Jl\::^^iy> (0.055m 1) ,N - ^^JU^t^ 

;i/AT5H dm 1) \zmmi^^ur'i8mmmwi^rzo ^}t^m^<^\z7i^^m^. 
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^na^.jlA-y'n/'^y -)U (3/1) -cmttiLrz. ^mm^MyK^m^ h V ^ 

'H-NMR (CDCI3, 400 MHz): (50. 92 (t, J = 7. 3Hz. 3H), 
1. 5 0- 1. 6 0 (m. 2H), 2. 74 (t. J=4. 9Hz. 4H), 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m, 2h), 3. 60 
(t, J = 5. IHz, 4H), 3. 94 (s, 3H). 4. 17 (t. J = 5. 
OHz, 2H), 6. 41 (d. J = 5. 4Hz, IH), 6. 75 (s, 1 H), 
7. 04 (dd. J = 2. 4Hz, 8. 8Hz, IH). 7. 14 (d, J = 2. 
7Hz, IH), 7. 38 (s, IH). 7. 43 (s, IH). 8. 19 (d, J 
= 9. OHz, IH), 8. 42 (d, J = 5. 4Hz, 1 H) 
mmm ISe :N- {2-^DD-4-f (7 - {3 -r-:^ C2 - b Kn^>-x^ 
JV) 7^ yiynzf^4^->} - 6 N^S^- 4 -^y 'j;l/) ::t^'>17 - 

mn (N- (4- {[7- (3 -:7*ntyp;if4^i» - e -p< 4 -4^ 

/U;i/]:t^->} - 2 -^aniJa:-;!/) -N' - ^"n tf;p>:^ l/T. 52mg) 
mtiV^l^ (138m g), >?x^y-;i/T5> (53mg) ^N,N->?p<5^;Uzf^;UA 

H dm 1 ) izmmi^Mur'ismmmwLfzo KitM^!^iZ7\^^-hQ^. 

□ *;i/A-ynAV-;U (3/1) TJfimL/io MM^M7lc^i5{^^:^ h U >:!7AT 
#J^41mg, lK¥82%Tt#7to 

'H-NMR (CDCI3, 400MHz):aO. 89 (t, J = 7. 3Hz, 3H). 
1. 4 6 - 1. 5 6 (m, 2H). 1. 9 7 - 2. 0 5 (m, 2h), 2. 6 3 (t. 
J = 5. IHz, 4H), 2. 69 (t, J = 6. IHz, 2H), 3. 19 (d 
d. J = 7. IHz, 13. 2 Hz. 2H). 3. 60 (t. J=4. 9Hz, 4 
H). 3. 94 (s, 3H), 4. 32 (t, J = 5. 9Hz. 2H), 5. 27- 
5. 35 (m, IH), 6. 37 (d, J = 5. 4Hz, IH), 6. 94 (s. 
IH), 7. 01 (dd. J = 2. 9Hz, 9. OHz, IH), 7. 10 (d, 
J = 2. 7Hz, IH), 7. 42 (s, IH), 7. 53 (s, IH), 8. 19 
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(d. J = 9. OHz, IH). 8. 35 (d, J = 5. 4Hz. 1 H) 
MM^^i^ (E S I -MS. m/z ) : 5 4 7 CM^+ 1 ) 

mmwn 57 :N- {2-^UU-4-\ H - {3-r (2-{::Hd^>-x^;1^) 

;|/} -N' --fU}±)\^^VT 

MM (N- (4- {[7- (3 -yDtyP7}f=|^i» - 6 -41 
yOJV]:t^i^} - Z-'^auyx.-jl) -N' -yPhi^I/'^I/T', 52mg) M 
mtS'^^M. (I38mg), 2- X^y-;l^ (o.040ml) ^N,N- 

>^p<^;l^^;i^at5 K dm 1 ) \zmm\.'^^'^^ismi\m.wvrzo Kmu^m\z 

7K^M^. ^uu^.)ll^--funy -)V (3/1) TttmLfco W^S^^7j<{|^ 

^M^^fb-^^?^ 5 img. iR^98%Tl#;t, 
'H-NMR (CDCI3, 400 MHz). -(50. 91 (t. J = 7. 6Hz. 3H), 
1. 45-1. 59 (m, 2H), 2. 05 (t, J = 6. 8Hz, 2H), 2. 
24 (s, 3H). 2. 51 (t, J = 5. IHz, 2H), 2. 59 (t, J = 
7. IHz, 2H), 3. 20 (dd, J = 6. 8Hz, 12. 9 Hz. 2H). 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H). 4. 22 (t. 
J = 6. 3Hz, 2H), 5. 00-5. 08 (m. IH). 6. 40 (d, J = 
5. IHz. IH). 6. 79 (s. 1 H). 7. 03 (dd, J = 2. 7Hz, 
9. OHz. IH). 7. 13 (d, J = 2. 7Hz. IH), 7. 4 2 6 (s, 
IH), 7. 4 3 3 (s, IH), 8. 19 (d, J = 9. OHz. IH), 8. 4 
0 (d. J = 5. 4Hz. IH) 

nmmfrm. (E S I -MS. m/z ) : 5 l 7 (M^+ 1 ) 

158 :N-r2-^nD-4 - ({6-p<h::^r'>-7-r4 - (1 H- 1 . 

2. 3 - hU7y-;i^- 1 --r;i-) y h:^'>i-4-4^y'j;p} 7xx 

h UTy-;K0.41mI). 1 -:7'D^- 4 -^DD:7'^> (0.93ml). 3':>^b7=-h 
^7'5";i/T>^:X'i7A (I0mg)> ^ J:U^' 3 MTK^^t^f" h U '5' A7K?t?^ (iml) ^ 

Tirh> (lomi) (cJ^^L. sorTisfitrBljtJI^Lfco ;^;l;^rg'g-#){'7j<^Jnx.. 
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mi^. ^mi^ (1- ( 4 - ^ n n -iH-i, 2. 3-hUTy-;i/, 

314mg) ^f#;fe„ 

IMn (N- [2-^uu- A-[ (7 -h: Hn=l^i>- 6 -p^ h4^'>- 4 -=|^y 
^^>-]:7x-;n -n' -yp tf;i^f> ut. somg) ,j^^:^U'5'A (13 

8mg). mi&(D^mW (48mg) ^N,N->?p^5=-;L'7}n;I/AT5 H (im 1 ) \Z1^ 
)l (3/1) TatBL/^Co W^S^te7jcM:M^ iji^ATlg^L, MiETr^J^^ 

®^LTt#e>n7t^5$^, ^^□:^^^;^A / ^ ^y-;uTjgp^-r-5HPLc{'ck dm 

'H-NMR (CDCh, 4 0 OMHz) : (5 0. 9 6 (t. J = 7. 3 Hz, 3H). 

1. 5 4 - 1. 6 5 (m, 2H), 1. 8 8 - 1. 9 8 (m, 2H), 2. 14- 

2. 24 (m, 2H). 3. 26 (dd, J = 6. 6Hz. 13. 2 Hz, 2H), 

3. 99 (s, 3H), 4. 20 (t. J = 5. 9Hz. 2H), 4. 55 (t. 
J = 7. IHz, 2H), 5. 00-5. 06 (m, IH), 6. 46 (d, J = 
5. 4Hz, IH), 6. 80 (s, IH), 7. 08 (dd, J = 2. 7Hz, 
9. OHz, IH), 7. 19 (d, J=2. 7Hz, IH), 7. 37 (s. 1 
H), 7. 49 (s, IH), 7. 6 8 - 7. 7 2 (m, 2h), 8. 26 (d, 

J = 9. OHz, IH), 8. 47 (d. J = 5. IHz, 1 H) 
H*^^+Jfffi (E S I -MS, m/z ) : 5 2 5 (M*+ 1 ) 

159 :N- {2-^aD-4-r(6-yN^;^-7 - {[5 - (1 H- 

1, 2, 3-V\)TV-)V-l--i )V) ^y^)U:^^i^] -4-4^yu;i/) :t 
4^>^i:7 -N' -ynbf;i/'^UT 

h U Ty-;K0.41mI). l-yP^-5-^Dn^>r$7> (1.0ml). B^it'r 
h^y^JU7>^~0A (lOmg). *3cfct;=:3M7K^'fb-:^ h U-^AjKr^?^ (iml) 
^7th> (10ml) 50t:Tl8B#PBlM*^Lfcc >^;$^^-ar^{C7j<^JPx., 
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Miy. (i- (5-:i7nn^>^;u-iH-i, 2, S-hUTV— 

390mg) ^#7^0 

mn (N- {2-^uu- A-[ (7 -h Hn=|^'>- 6 h + 5>-4-^y 
U;i/) :t4^~>]v'a:-;i/} -N' -y°u}d)V^Vr^ 80m g) U -^A (13 

8mg)> mj&(D^f^W (5img) ^N,N- v?^5^;1/7Jn;I/AT$ F (im 1 ) {'^ 

;i/ (3/1) TttttiL/ic W^M^M7j<M:^h U':7A-eil;^L, MffiT^^^ 

'H-NMR (CDCh, 4 0 OMHz) : 5 0 . 92 (t, J = 7. 6Hz. 3H), 
1. 4 7 - 1. 5 9 (m, 2H). 1. 8 5 - 2. 0 3 (m, 4h). 3. 21 (d 
d. J = 6. 6Hz. 13. 2Hz, 2H), 3. 94 (s, 3H), 4. 11 (t. 
J = 6. 3Hz. 2H). 4. 38 (t. J = 7. IHz. 2H), 4. 86-4. 
94 (m, IH), 6. 41 (d, J = 5. 4Hz. IH), 6. 71 (s, 1 H). 
7. 03 (dd, J = 2. 4Hz, 9. OHz. IH). 7. 14 (d, J = 2. 
7Hz, IH), 7. 31 (s, IH), 7. 43 (s, IH), 7. 51 (s. 
IH), 7. 64 (s. IH), 8. 20 (d, J = 9. OHz. IH), 8. 41 
(d, J = 5. 4Hz, 1 H) 
MM^^frM (E S I -MS. m/z) : 5 3 9 (M^+ 1 ) 

^'^m 160 :N-r2-^aa-4 - ({7-r4- (1 H- 1 $ yV^) )V) 
'7-y^)VTy'^ZL^L. (I0mg)> ^J:l/3M7K^'fb::h h ij .>A7K?^?^ (iml) ^ 

T-feh> (10ml) fc?g^?L, sGX^-vismmmwi^tc. Kit-w^mzyi^^tnA.. 

ML, ^'Psl^ (1- ( 4 - ^ □ □ :7*5";l/) - 1 H--r ^5^"^-;^, 756mg) ^# 
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(N- {2-^UU- 4-[ (7 - t HD + '>- 6 -p< h4^i>- 4 
U;i/) -N' - hf;Ur> l/T. 80m g) M^tlV^A (l3 

8mg), :^J^ZSmj^(D'pmi$: C48mg) ^N,N ->^y^^JU^JVAT ^ \^ (im 1 ) 

y-ji (3/1) TMmLfco w^M€M7XM±h'j':>A-r^j^L. met^ 

•H-NMR (CDCh, 4 0 OMHz) : (5 0. 9 6 (t. J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 3 - 1. 9 5 (m. 2h). 1. 98- 

2. 08 (m. 2H), 3. 25 (dd, J = 6. 8Hz, 12. 7 Hz, 2H), 

4. 00 (s, 3H). 4. 10 (t. J = 7. IHz. 2H), 4. 20 (t, 
J = 6. IHz, 2H), 5. 08-5. 16 (m. IH). 6. 46 (d, J = 

5. IHz, IH). 6. 83 (s, IH), 6. 97 (s, IH). 7. 06 (s, 
IH). 7. 08 (dd, J = 2. 9Hz, 9. 3 Hz, IH), 7. 18 (d, J 
= 2. 7Hz. IH). 7. 37 (s, 1 H), 7. 49 (s, IH), 7. 58 

(s, IH). 8. 26 (d, J = 9. OHz. IH), 8. 46 (d, J = 5. 
4Hz, IH) 

l e l .-N- (2-^00-4 - {r6-;^h^'>-7 - (4-fc:'j>?;i/ 
P<h^'» -4-^±V'U-;H:t^'>} yx.-Jl) -N' - (2, 4->>'7;U 

1^5^ (N' - {2-'^un — 4-[ (7 - t HD + ^x- 6 h + 4 
::hyj-;U) -N* - (2, 4 - i/:7;i^^n :7 a: -;p) 

T. 8 0mg) M^tl^)^I^ (138m g), 4 - -^7 u a ^^Ji^\^ i^y^^^ (4 
Img) ^N,N-S^p<5^;L'4^;PAT5 K (im 1 ) IzmMl^^i^-XrismmmWi^ 
tzo KJit:^il^'^^\Z7\^^1][\pL. ^ □ nzt^;i/A-yn/\v (3/1) TlfitiHL/io 

-■ 7";UT^#L., ^^(T^fb'&^J^SOmg, JR^52%-rt#fec 

'H-NMR (CDCla, 4 0 OMHz) :(54. 03 (s, 3H). 5. 46 (s, 

2H). 7. 0 3-7. 11 (m, IH), 7. 2 8 - 7. 3 8 (m, IH), 7. 
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47 (s. IH). 7. 50 (d, J = 5. 9Hz, 2H), 7. 56 (d. J = 
2. 7Hz, IH), 7. 61 (s. IH), 7. 95 (s, IH), 8. 09-8. 
18 (m. IH), 8. 19 (d, J = 9. OHz, IH). 8. 57 (s, 1 H). 
8. 63 Cd, J = 5. 9Hz, 2H). 8. 81 (s, IH), 9. 30 (s. 
IH) 

mmm l e 2 -.N- (2-^aD-4- {j6-^h^zy-7 - (2 -^;U;t^U 
yxh4^-» - 4-=¥i-V^J~M:t=¥Sy} y:n-)l) -N' - (2, 4-'>'y 
jl:tny OUT 

mm (N' - {2-^aa-4-[ ( 7 - t H D^^^- 6 - 7^ h^'>- 4 
:^y*|J-;^) pt-+->]7x -n' - (2. 4 ->?7;i/:tpy a:-;u) -^u 

T, lOOmg) MMtlOOA (857mg), 1, 2 - D^EX^^ > (0.085m 1 ) ^ 
N,N->^p^5";i.7js;i/AT5 K dm 1) tC?§^?U^5!aTl8P#rBmi^b;tc 

-&#j{c7]<^sd^> i7 0D:j^;i/A-yn/w-;u (3/1) -eaHiL/i„ ^mm^ 

(N- (4- {[7- (2-yu^xh^-'» 

- -n' - (2, 4->^7;L' 

:tP7xX;P) "^I/T) ^f#/to ^mi$^. mmtlVOA (I38mg)> ^;1/4^>J> 
(0.05ml) ^N,N->^p<5^;P4^;i/ATS K (im 1) (3?^^ L^^STl80#FBlitl4^ 

LTto ;K;;&rK-n#j(C7K^^jp;i. ^ □□AfN;i/A-:7°o/w (3/1) TfE&ttiL7t„ 

'H-NMR CCDCla. 4 0 OMHz) : 5 2. 5 4- 2. 6 3 (m, 4H), 2. 
85-2. 94 (m, 2h), 3. 66-3. 73 (m. 4H). 3. 97 (s, 
3H), 4. 2 5 -4. 3 2 (m, 2h). 6. 7 7 - 6. 8 8 (m. 2h), 7. 
09 (s, IH), 7. 14 (dd. J = 2. 7Hz. 9. OHz, IH), 7. 
2 5 7 (s, IH), 7. 2 6 4 (s, IH), 7. 44 (s, IH), 7. 90 
-7. 99 (m, IH), 8. 22 (d, J = 9. OHz, IH). 8. 56 (s, 
IH) 
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KS^IJtM (E S I -MS, m/z ) : 5 8 6 (M"+ 1 ) 

mmm i e 3 :n- (2-^dd-4- {r6-^m^5>-7 - o-^jit^^j 

y'7°nyf.:^iy) -4-=^i-VV-M:t=^iy} y x.-Jl) -N' - (2. 4->? 

mn (N- (4- {[7- (3 -ypqByp/J?:^'» -6-^h^~>-4-4- 
- 2 -^OD:7:c-;L') -N' - (2, 4-S/':7;i.:tD:7 
x:n;i/) "l^l/Z, 59m g) ,mMt}^)^l^ (857m g), ^:;i/3tNU> (0.043ml) ^ 
N,N-vy5^;i/7iN;UAT5 K dm 1 ) f-^j^L.^?^Tl80#rBlift*1iLfco >KJ5S^ 

^!^\z7K^mpL. ^uu7i^jiA-yu/-^y -ji. (3/1) ■rfflaiL;to w^m^m 

^M©<b'&4^^53mg, iK¥89%T#;^o 
'H-NMR (CDCb, 4 0 0 MH z ) :52. 06-2. 16 (m, 2h). 2. 
4 3 - 2. 5 7 (m. 4H), 2. 56 (t, J = 6. 8Hz, 2H). 3. 68 
-3. 75 (m, 4H), 4. 03 (s. 3H). 4. 27 (t, J = 6. 6Hz, 
2H). 6. 79-6. 91 (m. 2h). 7. 14 (s. IH), 7. 19 (dd. 
J = 2. 7Hz. 9. OHz, IH). 7. 28 (s. IH), 7. 29 (d. J 
= 9. OHz, IH), 7. 33 (s, IH), 7. 49 (s, IH). 8. 26 (d, 
J = 9. OHz, IH), 8. 6 1 (s. IH) 

mm'^mm (es i -ms, m/z) : e o o (m^+ d 

^M^J 164:N-r2-^Dn-4- ({6-p<h^'>-7-f3 - (4-p<^ 
;uif^^s^/) yazl^4^->i-4-4^:^yu :t=^>^) 7ji-;h-n' - (2. 
4 ->?7;i^:^D7x-;U) ^UT 

mn (N- (4- {[7- (3-y''n^y''a7f.^^» -6-^h^>--4-^ 
±W - 2 DD^xn;!/) -N' - (2, 4 - f/:7;U:t □ :7 

x-;i/) -^7 1/7. 59mg) M^:^V^A (I38mg), 1 - y^)\/h:^^ (0. 
055ml) ^N,N->^p<^;i/^;i/AT5 K (im 1 ) b^y^TlSBtKJt^l^ L. 

;to ^)t-'M'^'^lZ7K^1}U^. ^ nnt^jlA-y'n/-^/ -)U (3/1) TfJfiti}L7^„ 
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'H-NMR (CDCh, 4 0 0 MH z ) : 5 2. 0 1-2. 12 (m. 2H). 2. 
23 (s. 3H), 2. 23-2. 80 (m, 8H), 2. 51 (t. J = 7. 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 (t, J = 7. 2Hz, 2H), 6. 
73-6. 87 (m, 2H), 7. 13 (dd. J = 2. 7 Hz, 9. OHz, 
IH). 7. 24 (d, J = 2. 7Hz. IH). 7. 27 (s. IH), 7. 3 

0 (s. IH), 7. 44 (s, IH), 7. 91-8. 00 (m, 2h), 8. 2 

1 (d, J = 9. OHz, IH). 8. 56 (s, IH) 

mmMl 65 :N- {2-^PD-4-r(7 - {3-r ( 2 - b H P^'>X^;U) 
-N' - (2, 4 -':>':7;i/;j-n:7ai-;i.) ryi^y 

JBn (N- (4- {[7- (3 -77'P^:yp:^4^-» -6-^h^>--4-^ 

:^yux;i/]:t4^i/} - 2 pp:7ai-;i/) -n' - (2, 4 ->?7;i/:tp:7 

x::i;i/) -j?!//-. 59mg) ,m^:^U'^A (I38mg), 2- (p^h;i/T5y) X 
37y-;i- (0.040ml) ^N,N-f/p<5^;i/7}^;i/AT5 K dm 1 ) lzmmv^U-z:i 
smmmWl^fzo Rlt-m-^^lzji^^mpL, ^^naTi^jiA-y'u/'^y -}U (3/1) 

'H-NMR (CDC13, 4 0 0 MH z) : d 2. 06-2. 16 (m, 2h), 2. 
30 (s, 3H), 2. 57 (t, J = 5. IHz, 2H), 2. 65 (t, J = 

6. 8Hz, IH), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J=6. IHz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd, J = 2. 7Hz, 9. OHz, IH), 7. 28 (d, J = 2. 
7Hz, IH), 7. 37 (s. IH), 7. 48 (s, IH), 7. 96-8. 0 
6 (m, 2H), 8. 26 (d, J = 9. OHz, IH), 8. 59 (s, IH) 
Ma^Wffl (E S I -MS, m/z ) : 5 8 8 (M"+ 1 ) 

166:N-r2-^PP-4- ({6-yh4^->-7-r2 - (4-^^ 
Jlh^^^i^y) jLh=¥iy]- 4 -^y )l} :t=¥iy) 7j:X.;U1-N' - (2, 4 

->^:7;i/:j-p:7jcx;u) ^UT 

mn (N- (4- {[7- (2 -:7~'P^X h4^-» - 6 -y h4^>-- 4 -4^7 



wo 00/43366 



PCT/JPOO/00255 



- 149 - 

OJl]:t=¥iy} - 2 -^nnyx.-ji) -n' - (2, A --Jy )V^uy x.~)V) 
•^l/T, 50mg) ,mMtl^)^L. (I38mg), 1 -;^^;i/tf^^v^> (0.055m 1 ) 
^N,N-S^^^;U>t^;i'A7 5 F (iml) {I?§^L^^Tl8^Kai$Lfcc >S^S 
?:g^#ifi7K^SnA. ^ uuiis)VK-y°uny -}V (3/i) Ttt{±iL;^o 

'H-NMR (CDCb, 4 0 0 MH z ) : 6 2 . 3 1 (s. 3h), 2. 4 0-2. 
75 (m. 8H). 2. 95 (t. J = 6. IHz, 2H), 3. 99 (s, 3H), 
4. 31 (t. J = 5. 9Hz, 2H), 6. 48 (d, J = 5. IHz. IH), 
6. 85-6. 96 (m, 3h). 7. 12 (dd, J = 2. 7Hz. 9. OH 
z, IH). 7. 15 (s, IH). 7. 22 (d, J = 2. 7Hz, IH). 7. 
40 (s, IH), 7. 47 (s, IH), 7. 94-8. 03 (m, IH), 8. 
25 (d, J = 9. OHz, IH), 8. 49 (d, J = 5. IHz. 1 H) 
^mmi 67 :N- {2-^Da-4-r(7 - {2-r (2 -b FD^'>X5";i/) 

(^^;i-) yix h^x} - 6 m^'>-4 u;i/) :t^'>i7 

-N' - (2, )l^uy :c-)V) ^UT 

mn (N- (4- {[7- (2-yn^xh^~» - 6 -7^ h=^^>^-4-4^y 
U;U]::t^->} - 2 -^DD:7ix;p) -N* - (2, 4 - >>'y D :7 xx;i/) 
'::7l/T, 50mg) ,M^;^;U'i7A (I38mg), 2- (p<5^;i/T^y) x^y— 
(0.040m 1 ) ^N,N->^p<5^jl.:;t^;i/AT5 H (im 1 ) tC?g^f L^^aTlsP^rB^ 
mWl^tio K]i^sU^mz7}(.^mA.. ^nn:^;i/A-yn/\v-;P (3/1) Ttt 

?5^€:X— 5^;p-e^^L. ^^(^<t:^#)^48mg. iR^97%-ef#7^c 
'H-NMR (CDCl;., 4 0 OMHz) ■.5 2. 44 (s, 3h). 2. 71 (t, 
J=4. 9Hz, 2H), 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. IHz, 2H). 3. 97 (s, 3H), 4. 27 (t, J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, IH), 6. 8 0 - 6. 9 3 (m, 2 h) , 
7. 11 (dd. J = 2. 7Hz, 9. OHz, IH), 7. 19 (d, J = 2. 
7Hz, IH), 7. 45 (s, IH), 7. 9 6 - 8. 0 4 (m. IH), 8. 
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25 (d, J = 9. OHz, IH). 8. 48 (d. J = 5. IHz, 1 H) 

mmmi 68 .-n- (2-^dd-4 - ue - ^ h^jy- ? - o-^juvj^^j 

yyD^:^'» VM:t^iy} y -N' - (2, 4-z^y)l 

(N- (4- {[7- (3 -yaqEynzf^+S/) -6-^h^>^-4-^ 

y u;i']:t^s>} - 2 -iJ7D07a:-;i/) -n' - (2, 4 ->?:7;^:r^:7x- 
;^) ^U7. 50m g) ,j^^;^U'^A (I38mg), ^;|/7}nU> (0.044m 1 ) ^N, 
N->?p^^;^zf^;^A7'5 H dm l ) f'^^L.^-^T18BtrBmJ^iL7:co Kit^M-^ 

#/{C7j<^jp;i. ^ DD4^;i/A-yD/w (3/1) ^mm^M 

'H-NMR (CDCh, 4 0 0 MH z ) : (5 2 . 0 6 - 2. 1 6 (m, 2h), 2. 
43-2. 51 (m, 4H), 2. 56 (t. J = 7. 3Hz, 2H). 3. 68 
-3. 74 (m, 4H). 4. 00 (s, 3H), 4. 25 (t, J=6. 6Hz, 
2H). 6. 47 (d, J = 5. IHz, IH). 6. 8 4- 6. 9 3 (m, 2h). 
7. 06 (s, IH), 7. 12 (dd, J = 2. 7Hz, 9. OHz, IH). 

7. 22 (d. J = 2. 9Hz, IH), 7. 42 (s, IH), 7. 47 (s, 
IH), 7. 95-8. 04 (m, IH), 8. 25 (d, J = 9. OHz, IH), 

8. 48 Cd, J = 5. 4Hz, IH) 

»M 16 9:N- (2-^Da-4- {[6-^1-=^ 7 - (3-eU -J)V 
- 4 -4^7 'j;Ul:^^->} yx.-)V) -N' - (2, 4-'>'7;i/:tP 
7j:-;P) -^UT 

N- {2-iJ7nn-4-[ (7-t Ho4^i/-6-p< h4^i^-4- + y u;u) 

-N* - (2, 4 - >>':7;U:^n 7 a: -;i^) l/T (55mg) , 
mmtl^)^L. (31mg), 3 - t°ZI 'j;i/i7PiJ F:^^:^ (22ing) ^N, N - 'J ^ 
h' (1ml) 80^Tl8^rB^«*^b/r„ MiET?g$«^@S 
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'H-NMR (CDCI3, 400 MHz): 54. 03 (s. 3H), 5. 31 (s, 
2H). 6. 49 (d, J = 5. 4Hz. IH), 6. 7 7 - 6. 8 8 (m, 2H), 
7. 10-7. 1 6 (m. 2H), 7. 3 1-7. 3 5 (m. IH). 7. 4 8 (s, 
IH), 7. 54 (s, IH), 7. 86 (d, J = 7. 8Hz, IH), 7. 96 
(s, IH), 8. 03-8. 10 (m. IH), 8. 32 (d, J = 9. OHz. 
IH). 8. 42 (s, IH), 8. 49 (d, J = 5. 4Hz, IH), 8. 59 
(d, J = 3. 9Hz, IH), 8. 77 (s, 1 H) 

l 70 :N-f2-^Da-4 - ({6-^h:^'>-7-r2 - (lH-1, 2. 

3- h^JTV-)l- 1 --f Jl) X h^vl- 4 -4^7 U;i/} :t^>^) y :r.ZLM- 

N' - (2, 4-V-7)l:^uy3i-)l) ^UT 

N- {2-^nD-4-[ (7 - h Hn + ->- 6 -7 h^->- 4 -^y u;i/) 

3L~)V] -N' - (2, 4 - i^y )V^uy ^UT (55mg), 

mm.tl')^l^ (31mg), 2- (lH-1. 2. 3 - H UTy'-;L'- 1 --r;!/) X 
4 -p<^;L'- 1 -^>-tl>X;i/7}s::h- h (36mg) ^N, N-S^p^^;!/^^ 

K (1ml) {c?§^L, 8os-ei0#rBm*^L;tc mi^T'^m^m^i^xn 

'H-NMR (CDCl:., 4 0 OMHz) : (5 4 . 0 2 (s, 3H), 4. 53 (d, 
J=4. 9Hz. 2H), 4. 95 (d, J = 5. IHz. 2H), 6. 47 (d, 
J = 5. IHz, IH), 6. 8 3 - 6. 9 2 (m, 2H), 7. 11 (dd, J 
= 2. 7Hz, 9. OHz, IH). 7. 16 (d, J = 2. 7Hz, IH), 7. 
39 (s, IH), 7. 52 (s. IH). 7. 58 (s, IH), 7. 70 (s. 
IH), 7. 76 (s, IH), 8. 00 (s, IH), 8. 01-8. 07 (m. 
IH). 8. 29 (d. J = 9. OHz, IH), 8. 49 (d. J = 5. 4Hz. 
IH) 

1 7 1 : N- (2 - N^'>- 4 - {[6-;^h4^->-7 - (3 - ^;i/Afx'J 
jyuyf^^jy) - 4:-^i-'/^)-)l'\ :t=^iy} y -N' -y''U\^)VOU 

7 



wo 00/43366 



PCT/JPOO/00255 



- 152 - 

N-4- [(7 -h Kn^->- 6 -p< h4^>'-4-4^-:M/U-;i/) :t^zyl - 2 
l- + ->:7a:-;|/} -N' - 7° □ bfjiz-j; l/T (1 0 Omg). m^:^ U C'A (1 
3 8mg), 1, 3 -i^:/0^yD/1> (5 6mg) ^N, N -i^ ^^^^JlTt^JUAT 
5H (5ml) f3?g^L^^T3Btr«m«ibfc„ MmT?^^ Lfc# ^>nfc 
a$f37K^*PA, ^ DD;t^;i.A/2 -yp/w-;!/ (4/1) TttttlL;to 

N- (4- [7- (3 -yn^yP7i^4^-» -6-^h4^>--4- 
^:^yUx;i^] 2 -p^ h:^x7a:-;i/} -N' - ^ P tf;!/-^ 1/7 ^ 5 3 

mg. IK^4 1 N- (4 - {[6 - (3 -:7*P^yP7jf4^>^) - 7 

h=¥i^- 4 -^-^V'^J :^Jl] p^-4^~>} - 2 pp:7x-;I/} -n' -7°Ph';u 
'^7 1/7 (5 Omg), ^^:^;U'i'A (6 Omg), N-^9^;H::^^>'> (10 0 
Ml) ^N, N->>^^5^;i/4^;i/AT5 H (2ml) fCrg^b^t^T 1 6 Ptrelifti^ 

h^'^y ^ -iZ^O'mmL. SfflcDfb-g-^^ 2 2mg, 1R^4 2 %-ef#;to 
■H-NMR (CDCI3, 400MHz):(50. 97 (t, J = 7. 6Hz, 
3H), 1. 5 6 - 1. 6 0 (m, 2H), 2. 14 (br, 2H), 2. 50 (b 
r, 4H). 2. 58 (br, 2H), 3. 2 3 - 3. 2 6 (m, 2H), 3. 74 
(br. 4H), 3. 87 (s, 3H), 4. 04 (s, 3H). 4. 27-4. 3 
1 (m. 2H), 4. 6 2 -4. 6 4 (m, IH). 6. 65 (s, IH), 6. 7 
9-6. 85 (m. 2H). 7. 33 (s. IH). 7. 53 (s. IH). 8. 1 
0 (d, J = 8. 5Hz, IH), 8. 62 (s. 1 H) 
KS^tifffi (ES I - MS, m/z) : 5 2 6 (M" + 1 ) 

^Mm 1 7 2 : N- (2. 4-iyy)l^ny X.-JI) -N' - (2 h=i^->- 
4- {[6 - h^jy- 7 - (3 yy'qyf.^jy) - 4 - ^r^y" U 
:^^'>} ^j::!:;!/) OUT 

N- (2, 4 ->^:7;u^p:7 -;i/) -n' -4- [( 7 - 1 H p4^>/- 6 - ^ 
h4^->-4 -^■:)-yu -;p) ;^-4^->] - 2 h4^>':7ai-;i/'j7l/y (3 7 5m 
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g). ^mtl^J^A (44 2mg), 1. 3-i^ya^yn/^> (2 4 2mg) ^ 

N, N-i^?^^)U7isjiAT^}^ (5ml) izmMLmi^-c smmmt^vTzo Mm 

?^L, N- {4- [7- (3 -yp^yp^jfc^v) - 6 -p< h=|^'>-4 -c^::^^/ 

^^'>- 2 h4^->7x-;i/} -N' - (2. 4 -v:7;^;t□:7a:- 
;^) ':7 1/T:^2 1 Omg, XK^4 5 %Tf#;^o N- (4 - {[6 - (3 - 
P^^^» -7 -pi h^S^-4-4^::hyu-;p] p^^S^} - 2 - /; p □ :7 x 
-N' -yPtf;L''i7l/T (13 0mg), hUX5^;i^T5> (0. 5ml), 
5j^'J> (0. 5ml) ^N, N->>"p<^;i/:t:;UAT5 H (4ml) (I^t^L^iS 

'>U;^7y;i/^PT h^'^:7^-{CcJ:DMi^L, «Mc^^l::^#/^ 8 1 mg, JR^6 
2 %Tt#;^o 

'H-NMR (CDC 1 , 4 0 OMHz) : 5 1 . 9 7 - 2. 0 0 (m, 2H), 

2. 39 (br, 4H), 2. 49-2. 51 (m, 2H), 3. 58-3. 60 
(m, 4H), 3. 88 (s, 3H), 3. 98 (s. 3H), 4. 25 (t, J = 

6. 3Hz, 2H), 4.. 27-4. 3 1 (m, 2H). 4. 6 2 -4. 6 4 (m, 

IH). 6. 84 (dd. J = 2. 7Hz. 8. 8Hz, IH). 7. 03-7. 

07 (m. 2H). 7. 2 8 - 7. 3 4 (m, IH), 7. 38 (s. IH), 7. 

55 (s, IH), 8. 11-8. 17 (m, 2H), 8. 55 (s. IH), 8. 

7 4 is, 1 H), 9. 18 (s , 1 H) 
nm^^ffU (E S I -MS, m/z ) : 5 9 6 (M^ + 1 ) 
^»J1 7 3 : N- (2-p< h4^->-4- {[6-^ h^'>-7- (3-^;i^;jN 
Uyyp>j^:^-» -4-=¥/ 'JM^^zy} yx.-ji) -n' -ype;i/'^ixT 

M*4 (N- {4-[ (7-h: KP^^v'-e-pi h^>'-4-=^yU;U) ^f^^v-] 
- 2 h^>/:7x-;U} -N' -ya\f)U^]y7. SOmg) ,^^;^U'^A (1 
38mg), 1, 3 ->^ypf7°n/t> (0.10ml) ^N,N-v^^5^;i/^;PAT^ K 
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(iml) izmMl^mELT:-i8mmmWl.rco K}t^M^<^iZ7K^m^. ^unyt^Jl 

A-yn/\v-;i/ (3/1) xmthLf^o mmm^^mymmi-hv^M.Tr^mi.. 

mMtl^)^A (I38mg). ^;U:^U> (0.040ml) ^N,N ^^)V^s)lM,T ^ )i 

(imi) izmmi^m^-^immm.wvtzo Kmu-^mzii^^mx. ^uuTi-^)v 

K-y°unj-)V (3/1) TfflaiLfCo #^iS^M7]cM:hhU'^AT^^L, 

'H-NMR (CDCla, 4 0 OMHz) : (5 0. 9 5 (t, J = 7. 6 Hz, 3H), 

1. 5 2 - 1. 6 9 (m, 2H), 2. 06-2. 15 (m. 2H). 2. 43- 

2. 49 (m, 4H), 2. 55 (t, J = 7. 3Hz, 2H). 3. 23 (dd. 
J = 6. iHz. 12. 9Hz, 2H), 3. 6 7 - 3. 7 2 (m, 4H), 3. 
81 (s. 3H), 4. 00 (s. 3H). 4. 24 (t. J = 6. 8Hz, 2H). 
6. 44 (d, J = 5. IHz, IH), 6. 68 (d. J = 2. 4Hz, IH), 

6. 76 (dd, J = 2. 4Hz, 8. 8Hz, IH), 7. 40 (s. IH), 

7. 53 (s. IH), 8. 12 (d. J = 8. 8Hz, IH), 8. 44 (d, 
J = 5 . IHz, 1 H) 

mmm i74:n- (2 - ^ h=¥'>- 4 - - ^ h=^i^- 7 - (4-e'j'>' 
mm (N- {4-[ (7 -t kp4^~>- 6 -p^ h4^>'-4 ij;!/) :r+->] 

- 2 -y h^x7a:-;P} -N' - 7° P tf;i/'i7 1/7, 80m g ) ,j^^;^U':^7A (1 

38m g), 4-^nn}<^)i}d^j i^y^m^ (48mg) ^N,N--:/^5^;^;^^;^A 
K dm 1 ) izmmi^mu-n'ismmmwi^rco KJtm^<^iZ7K^i}u^. 

n7js;UA-yD/W (3/1) TrfffimL/zo «»^M7K51^^ h U AT 

P^-r^HPLC{Cckf9MiliL, ^ac7)fb'g-%:^65mg. lK^67%Tf#^Co 
'H-NMR (CDCh, 4 0 OMHz) :(50. 95 (t, J=7. 3Hz, 3H). 
1. 52-1. 69 (m, 2H), 3. 24 (dd, J = 7. 3 Hz, 12. 9H 
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z. 2H), 3. 82 (s. 3H). 4. 06 (s. 3H), 4. 63-4. 69 
(m. IH). 5. 32 (s. 2H). 6. 46 (d, J = 5. 4Hz, IH). 6. 
68 (d. J = 2. 7Hz, IH). 6. 77 (dd, J = 2. 4Hz, 8. 5H 
z. IH), 7. 37 (s, IH), 7. 42 (d, J-6. IHz, 2H). 7. 
59 (s, IH), 8. 14 (d, J = 8. 5Hz, IH), 8. 43 (d, J = 
5. 4Hz, IH), 8. 61 (d, J = 6. IHz, 2 H) 

mmm 175: n-x5^;i.-n' - (4- {r6 mr'>- 7 - (2 -^;i/zt^ 
ijyxh^'» - 4 u;i/i:t4^'>} -2, 5 j:-;1/) 'j7ixT 

IM^ (N-X-5^;U-N' - {4-[ (7 -h: Hn^^->- 6 -p^ h^i>-4 -^=^ 
yU;i/) :^+f>]-2, 5 - v;><5";i/^xx;l/} -^I/T, 76mg) 'J -^A 

(I38mg), 1,2 -iyyn^JL^ > (0.085m 1 ) ^N,N -zy^^Jl^i^JlAT ^ 

K (imi) izmML^'&'^'ismmmwLrc. Kmrn-^t^izy^^m^. ^unyis 
;i/A-yaAv-;i/ (3/1) T-aajbT^co wii®^^7KM:^hU':7ATi!:^t 

MiET?^^ft^ig^LTf#t>n;t?5$^X-5";i/T?5fe#L, tt^r^^l*: (N- (4 
- {[7- (2 -:7'n^X h4^i/) -6-p< h^>>-4-4^y U;i/]:t^v} -2. 
5 -S^^^;l/7a:X;L') -N' -JL^)UOUT) ^nfzo ^mi^. M^:^ U -^A 
(I38mg), =EJl-^V> (0.044ml) ^N,N - ^^)U7i^)UM.T 3. }^ (im 1 ) 

)V (3/1) Tfflii}L;to WM^M7j<«:^ h U -i^ATlfl^L. MffiTJ^IS^ 
®* LTt# 6 n/z?^^ ^ ^ □ P ^;i/A/p^ ^ y -;i/TMF?IT^HPLC(C cfc D Mi^ 

'H-NMR (CDCI.-., 4 0 0 MH z ) : (5 1 . 1 0 (t. J = 7. 3 Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s, 3h), 2. 53-2. 59 (m, 4H), 
2. 88 (t, J = 5. 9 Hz. 2H), 3. 20-3. 30 (m, 2H), 3. 
66-3. 71 (m. 4H), 3. 96 (s, 3H), 4. 26 (t. J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m. IH), 6. 16 (s. IH). 6. 2 
3 (d, J= 5. 4Hz, IH), 6. 88 (s, 1 H) , 7. 35 (s, IH), 
7. 40 (s, IH), 7. 50 (s. IH), 8. 38 (d, J = 5. IHz, 
1 H) 
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17 6: N-r4 - ({ 6 h^jy- 7 -r3 - ( 4 - ^ h:^^ >^ y ) 
y°u^r.^^y^- ^^'» -2, 5 - - N ' -y° 

WM (N- {4-[ (7 - t KP4^i>- 6 h^v-- 4 -^y U;i/) -^^ly^ 
-2, ^ --jy^)Vy -N' -yp t:;i/'i7l/T, SOmg) ,Em.ti^}^ 
A (I38mg), 1, 3 -iyZfu^y'u/'^y (0.10ml) ^N,N -z^ y^^JlTisJlA 

T5 F (imi) izmmv^'i^ii'ism^m^vrzo KJt^m-^mizyi^^uQ^. 

□ 7fs;i/A-yDAy (3/l) -nmiULft. mmm^M7m,m-:^hV0AX' 

- (4- {[7- (3 -yn^ynzl^:^^) - 6-y h^>--4-=^^y U;L'];^-4^ 
->} -2. 5 ->^y5^;i/7x-;i/) -N' -yptf;i/'i7i/T) ^f#rco '^^PhW. 

M^:^U'i7A (I38mg). 1 -y5^;l/lf^^>?> (0.055ml) ^N,N - 
3t^;PAT5 K dm 1 ) IzmML^I^TsismmmWLrzo M^&^^#/{C7K^iPx.. 

^pp:^N;^A-■7°p/^v-;^ (3/1) -vmiavr^o mmm^M7K^mi-hvo 

'H-NMR (CDCh, 4 0 OMHz) : 6 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 50-1. 58 (m, 2H), 2. 07-2. 20 (m, 2h). 2. 12 (s, 
3H). 2. 23 (s. 3h). 2. 28 (s, 3H), 2. 33-2. 70 (m. 
10 H). 3. 21 (dd. J = 7. 3Hz. 13. 4Hz. 2H), 4. 00 (s. 
3H), 4. 24 (t, J = 6. 6Hz, 2H), 4. 64-4. 76 (m, IH). 
5. 9 5 - 6. 0 5 (m. IH), 6. 27 (d, J= 5. IHz, IH), 6. 
95 (s, IH). 7. 39-7. 43 (m, 2H). 7. 54 (s, IH). 8. 
4 2 (d, J = 5. 1 H z , 1 H) 

nm^mm (e s i -ms, m/z ) : 5 3 e (m*+ 1 ) 

1 7 7 : N- (2, 4 -i^y)l:tayx.~Jl) -N' -f4- ({6-^h 
7 -[2 - ( 1 H- 1 . 2, 3-hV7V'-)l-l — T ;P) X h =^->l- 4 
:t=^iy) -2. 5 - 5:^'^ ^;p-7 j:X;U1'^ 
J!M*4 (N- (2, 4 -i/:7;i/:tP:7i-;!/) -N' - {4-[ (7-hHP^ 
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T, 93mg) M^ti^i'^h. (I38mg), 2- (lH-1, 2, 3-h'JTV— 

;i/-i--r;i/) x5^;u 4 i -^>if >7>;i/:7:t:^— h (52mg) ^ 

N,N->^pC5^;^7j^;^AT5 K dm l ) {'?t^b80t:T5BtrBl«W^L.;t, SJE£;^i 
'&^{37]<^iJP;^, ^nP3j^;i/A-yDAV-;U (3/1) TjfiffibTto mmm^ 

30%-cnrz. 

'H-NMR (CDCh, 400MHz):(52. 10 (s, 3h). 2. 19 (s. 
3H). 4. 01 (s. 3H). 4. 51 (t. J=4. 9Hz. 2H). 4. 9 
3 (t, J = 5. 4Hz, 2H), 4. 94 (s. IH), 6. 28 (d, J = 
5. IHz, IH), 6. 7 5 - 6. 8 8 (m, 2h). 6. 90 (s, IH), 7. 
36 (s. IH). 7. 58 (s, IH). 7. 60 (s. IH). 7. 73 (s. 
IH), 7. 9 9 (s, IH), 8. 0 8 (dd, J = 9. 3 Hz, 15. 1 Hz. 1 
H), 8. 4 1 (d. J = 5. IHz. IH) 

mmmi 78 .-n' - (2-^Dn-4 - - ^ h^^j^- 7 - (2-^)1^^ 

Uyxh4^'» -4-4^-:hyj-;M^4^f>} yj:.-jl) -n, N-i^^^)l^ 
VT 

U¥( (N' - {2 an- 4 -[ (7 -t KD^->- 6 -p< N^f>-4 
i-V^J=^Jl) :t^i-]y:n-JV} -N, N-z^^^Jl^UT. 80m g ) MMtl') 
"^h. (138m g), 1,2 -i>^yp^X:$7> (o.085m 1 ) ^ N,N - 5^;^7^^;^A 

75 H dm 1 ) \zmm\^m^'T:imf^m.w\^fz.o Ki^^U'hm\z.7Y.^tw%.. 

p4^;UA-ypyw-;u (3/1) -eififfiL/to W^^^M7j<i{£^^ h u -^at 

MEET?^^S^MSLTt#e,n7t^I^^X— xJL-T^^fe^L, ^f^W (N' 
- (4- {[7- (2 -:7'P^X h^'» - 6 N^i^- 4 -=^:hV'Ux;L.]:t 
4^->} - 2 PP7xx;i/) -N, \^-iy:k^)\^^Vy) ^%tz. ^WiW. m 
miZ^)"^!^ (I38mg), ^^;^5j^U> (0.043ml) ^ N,N - ^;l^4^;i/A 7 5 H (l 
ml) {c?g^L^-/^-I:-0^fSi$L;to >^^Srg-B-#?t'7j<^Jn;l, 5/pp4^;UA-y 
PAV-;!/ (3/1) T-ffli±iLfco ^11»^M7KefE^-:f- h U -^A-Tr^t^^L, Mi± 
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'H-NMR (CDCb, 4 0 OMHz) : 6 2. 58-2. 66 (m, 4H), 2. 

90-2. 98 (m, 2h), 3. 08 (s, 6H). 3. 70-3. 79 (m, 

4H), 4. 02 (s, 3H), 4. 2 9 -4. 3 7 (m. 2h). 6. 97 (s. 

IH), 7. 15 (dd. J = 2. 7Hz, 9. OHz, IH), 7. 24-7. 

26 (m, IH). 7. 29 (s, IH). 7. 49 (s. 1 H), 8. 36 (d. 
J = 9. 3Hz. IH). 8. 6 0 (s. 1 H) 

nm'MJxm (es i -ms, m/ z) .-502 (m"+ d 

179:N' - (2-^Da-4- {f6-^h4^'>-7 - {4-^)^7^ 

-kZ 

(N' - {2-^pn-4-[ (7 - h: Hn^>/- 6 h^^S/- 4 
:^V*'j-;U) :^^->]:7ai-;U} -N. N->?^^;P'j7 ut, SOmg) ,mB.tJ\) 
"Oh. (I38mg)> 1,4 ->>'yp^yi$'> (0.12ml) ^N,N - >?p<5^;i.jJ^;UA7 

dm 1 ) (3?§^L^yS-ri8PtrBlffl«iLfco >^j^:;^-&#;{zzK^in^, ^uu 
;J^;i/A-yn/\V-;i^ (3/1) TfflttiLT^Co W^»^M7J<^J^^:^ h U "^AT^ 
^L, MiET?^$I^@*LTf#bn7^?^^^x-7^;i.-ef7fe?^L. ^^r^m (N' - 
(4- {[7- (4-yp^yK+;» - 6 h + 4 -=^^:hyU::i;P]^^ 
>-} - 2 -^np:7x-;U) -n. \A-iyy=^)V^V7) ^%tz.. ^f^W. mW. 

t)^)^L. (I38mg)> (0.043ml) ^ N,N - i^p< ^;i/5t^;i/A T 5 K (l 

ml) \zmmi^m.ui:-mmw\.rzo KitsU^mz7\^m\iA.. ^unn^)iA-y' 

unj-)V (3/1) TffltBL/io W^iM^M7i<M:^^|J>i7AT^^^b, MEE 
T?^$ft^@S LT|# e>n?t^^ ^ ^ ^ P P 7f;;L^A/p^ ^ y -;PTSr^-r-5HPLC{I 

'H-NMR (CDC13, 4 0 OMHz) : 5 1. 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 - 2. 0 3 (m, 2H). 2. 3 9 - 2. 5 0 (m. 4H). 3. 67 (s. 
6H). 3. 64-3. 75 (m, 4H), 4. 02 (s, 3H). 4. 21 (t. 
J = 6. 6Hz, 2H), 6. 97 (s. IH), 7. 16 (dd. J=2. 7H 
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z, 9. 3Hz, IH). 7. 26 (s. IH). 7. 28 (s. IH), 7. 2 
9 (d, J = 2. 7Hz, IH). 7. 48 (s. 1 H), 8. 36 (d. J = 9. 
3Hz. IH). 8. 5 9 (s. 1 H) 

mMM 180 :N' - (2-^pa-4- {r6-p< h=^'>- 7 - (4 - h°'j fx 

z 

(N' - {2-^uu- 4-[ (7-t: FP^f>-6-p< h^v-4-^ 
•:h\/U::i;i/) :t^->]:7x -iN. N-i^?^^)lryu7. 50mg) ,^^;^7 U 
■^A (I38mg). A-^ UU i^ymmiM. (49mg) ^N,N - 

At^;UA75 K dm 1 ) (Cfg^L^-STlsBtrBllt^Lfcc >SiS-^-&#!tC7K^Jin^> 
^uu^.)V2^-y'uny -)l (3/1) Tffl/liL/zc W^e^M/KSft^^ h U 

'H-NMR (CDCh, 4 0 0 MH z ) :53. 07 (s, 6h). 4. 07 (s. 
3H). 5. 32 (s, 2H), 6. 97 (s. IH), 7. 15 (dd, J = 2. 
7Hz, 9. OHz, IH). 7. 26 (s, IH), 7. 29 (d, J = 2. 7 
Hz, IH). 7. 41 (d, J = 6. IHz, IH), 7. 55 (s, IH), 8. 
37 (d, J = 9. OHz, IH), 8. 58 (s, 1 H), 8. 63 (d. J = 
6 . 1 H z , 1 H) 

MM^tfffl (E S I -MS, m/z ) : 4 8 0 (M"+ 1 ) 

^^^j 18 1: 2 - {[4- (3-^Pa-4 - {[ P< 5^;i/T $ / ) 

(N' - [2-C7UU- 4-{ ( 7 - t Fo^^- 6 -p^ h4^x- 4 
:^VU-;l/) :^^->]7ai-;l/} -N, N->>-p<5=-;L'':>l/T. SOmg) ,mMti^) 
•^A (I38mg), yn^g^^X^^jP (49mg) - 'J }^'^)Viis)lJ^T ^ \^ (l 

ml) {3?^^?L^?^Tl8B#rB^it^^L;to KJit^m-^mzy^^^M^. ^uUjis)VJ^- 
yrun^-)V (3/1) IrttffiLT^Co W^jl^M7]<5{t^:^ h U >>ATlg^L. M 
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'H-NMR (CDCI3, 4 0 OMHz) -.6 3. 07 (s. 6H), 3. 82 (s, 
3H), 4. 06 (s. 3H), 4. 87 (s, 2h), 6. 97 (s, IH), 7. 
14 (dd, J = 2. 7Hz. 9. OHz. IH), 7. 18 (s, IH). 7. 
29 (d. J=2. 7Hz, IH), 7. 54 (s, IH), 8. 36 (d, J = 
9. OHz, IH), 8. 60 (s, IH) 

^mW'\ 182. -N' -r2-^DD-4- ({6 - ^ h=¥zy- 7 - \3- (4-p< 

^;i^b:^^>^y) y□^4^'>1-4-4^:^'yu rt^zy) 7ji-;h-n. n 

1^*4 (N' - {2-^pn-4-[ ( 7 - t Kn^^^v'- 6 h4^i/- 4 
::hyu::i;i-) :t^iy]y x.-Jl^} -N, N - i^;><5";i/>^ l/T, 400mg) 
U'^A (966mg), 1, 3 -i>':/n^ynA°> (o.51m 1 ) ^N,N - 
AT5 K C5ml) IzmML^-WClsmmmWl^rco Klt^M^!^\Z7K^iQ^. ^ 
DD4^;i/A-yn/\V (3/1) TffltbLfco WliJB^*E7j<M± h U >:> A 

' - (4- {[7- (3 -yn^-7°n4^=^-» - 6 -p< h=^-i/-4-^:^y'j:::i 
;i/]^=^^>-} - 2 - ^ nay -n. n--:>^;<5^;1/>^ 1/T) ^398mg, iK 

^VS^Ttf/to cj^r^m (51mg). ^^:^;'J'5'A (I38mg)> 1 - ^^J\y\:L^^ 
y (0.055ml) S:N,N->?p<^;I//}n;1/AT5 K (im 1 ) {C?g^ L^tSTlSPtrel 

»b;^Co >E;^;^^^i}^(Z7K^JDx., ^ pn5j^;PA-ynAV (3/i) TJS 

'H-NMR (CDCl:., 400MHz):<52. 06-2. 16 (m, 2H), 2. 
29 (s, 3H), 2. 30-2. 60 (m, 10 H). 3. 07 (s, 6H), 4. 
02 (s, 3H). 4. 25 (t, J = 6. 8Hz, 2H), 6. 96 (s, IH), 
7. 15 (dd, J = 2. 7Hz, 9. OHz, IH), 7. 29 (d, J = 2. 
7Hz, IH), 7. 30 (s, IH), 7. 48 (s, 1 H) . 8. 36 (d. 
J = 9. OHz, IH), 8. 5 9 (s, 1 H) 
KS^W (ES I - MS, m/z) : 5 2 9 (M^+ 1) 
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mmmi 83 :N' - {2-^Dn-4-f (7 - {3-r (2-h Kd^^vX^ 

7jix;1/} -n, N->^^5^;i^'j7i^7 

M*4 (N' - {2-^UU- 4-[ (7 -k Kd4^->- 6 h4^'>-4-^ 

:^^/Ux;I/) :^-:^>']:7x-;u} -n, N-iy^^)V^U7. 4oomg) M^i^ 

U-^A (966m g), 1,3 -i^-yu=Ey°uny (0.51m 1) 

(5ml) \zi^m\^m^x'immm.nvtzo Kjit-m-^mziK^twx. ^ 

□ 0 5js;i/A-yD/NV (3/1) TriamL;^. WM^^7K{if^^:^^U'^A 

' - (4- {[7- {3-y'u=^y°U7f.:^i^) - Q - A-^-^V^)- 
- 2--^UUy :r.-)V) -N. N -Z:^ ^'f-)V'0 U7) ^398mg, IR 
^78%Tt#fCo (51mg). M^;^U'i'A (I38mg). 2- {y^^)VT^J) 

JL^/—)V (0.040ml) ^N,N-i/p<5^;P/t^;|/AT5 H (im 1 ) \Z=mMl^^1^ 

-T:immm.Wi.tco Kmm^mzTi^^mx. ^nuTi^jiA-ya/^y -ji (3/ 

'H-NMR (CDCh, 4 0 0 MH z) : 6 2. 0 1-2. 11 (m. 2 H), 2 . 
25 (s, 3H), 2. 52 (t, J = 5. IHz, 2H), 2. 61 (t, J = 
7. IHz, 2H). 3. 03 (s, 6H), 3. 57 (t, J = 5. IHz, 2 
H), 3. 98 (s. 3H). 4. 2 3 (t, J = 6. 6Hz, 2H). 6. 92 (s, 
IH), 7. 10 (dd, J = 2. 7Hz, 9. 3Hz, IH), 7. 24 (d. 
J = 2. 7Hz, IH), 7. 31 (s. IH). 7. 44 (s, IH). 8. 3 
1 (d. J = 9. OHz, IH), 8. 54 (s, 1 H) 

mm^^mm (es r -ms, m/z) .-504 (m^+ d 

mmmi 8 4 :N- (2-^Pn-4-{[6-p<h4^->-7 - (3-h°^U>^y 
yp^^^s^) - 4 -=^:hyux;u] :t^'>} -N' -p^^;i/'j7ix7' 

N-{2-i'Da-4-[(7-l::Hn^>--6-p<h^S/- 4 -^^hV'J ~Jl) 

yx.-ji} -N' -p<^;P'j7i/y (2. Og) ^n, N->>'^5^;i/ztN;u 
AT5 H (5 Om 1) fcrg^b. h U :7 aix;i/zh;;^ ^ > ( 2 . 8g), hi^'Ji^" 
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yypAV-;U (0. 9g), i^x.^jlTVi^:^)Uyr-^->^-h (i. 9 g) 

jnLTh. 2mmMwvmwm. hu:7a:-;ujjsX7^> (2. sg), tf^u^y 

yn/\V-;P (0. 6g). i^JL9-Jl7Vi?:^Jl^^iy'^-h (1. 9 g) ^nzS 

^ auTi^jlI^Xy^^ y-Jl (2 0/1) -vmrnT^i^Vti^H^n-^hilf^y^ 

— iZj:DmmL. mm(Dit'^!^^6 5 Omg. it5:^2 5 %Tf#7to 

'H-NMR (DMSO-de, 40 0 MH z ) : 5 1 . 3 7 - 1 . 4 3 (m, 2 H) , 

1. 4 3 - 1. 5 3 (m. 4H). 1. 9 6 - 2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 (d. J=4. 6Hz, 3H), 3. 97 (s, 
3H), 4. 23 (t, J = 6. 3Hz. 2H), 6. 8 2 - 6. 8 5 (m, IH), 
7. 23 (dd. J = 2. 7Hz, 9. OHz. IH), 7. 38 (s, IH), 
7. 47 (d, J = 2. 7Hz. IH). 7. 54 (s, IH), 8. 07 (s, 
IH). 8. 17 (d, J = 9. OHz. IH), 8. 55 (s, 1 H) 
KS^WM (E S I -MS, m/z ) : 5 0 0 (M*+ 1 ) 

1 8 5 : N- (2-^aa-4 - {[6-^ h^'>- 7 - (3 - fcf^U S^y 

ypTj^^x) - 4 :t^->} :7ji-;i^) -N' -x.^)l^UT 
N-{2-:i7nn-4-[(7-bKD + ~>-6-y h^>-- 4 -=^^•:^yU-;^) 

rt^^^-] :7a:-;i/} -N' -X^;i/'^l/y (2. 7g) ^N, N-i^^^Jl-^sjU 
ATS K (3 Om 1 ) h U :7 in -;|/7}nX :7 ^ > ( 3 . 6g), hf^U>^' 

yyn/NV-;i/ (i. 2g). >^x5^;i/7y"i^:^;;L./K^>'^- h (2. 4g) 
DnLfco 2 B^rBi^vaTitJ^f^> h u :7x-;i/7Jn7.:7^ > (3. 6g). tf^u-^y 

yn/NV— ;U (0. 8g), z^Ji^)l7V'i^ti)[^^=^iy^-h (1. 9g) ^^t/ 

^un^.jiAX^^ y-)i (2 0X1) x^mmir^iy')tif)v-^u'^v^''7y^ 
^moit^m^i. 5g, iK^4 2%Tt#rco 

'H-NMR (DMS O - d «, 4 0 0 MH z):51.08(t,J = 7.0Hz, 
3H), 1. 38-1. 41 (m, 2H), 1. 4 7 - 1. 5 3 (m, 4H), 1. 
9 5 - 2. 0 0 (m, 2H), 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H). 3. 97 (s, 3H). 4. 23 (t, J = 6. 3Hz, 2H), 
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6. 96 (t, J = 5. 6Hz, IH), 7. 23 (dd, J=2. 7Hz. 9. 
OHz, IH), 7. 37 (s, IH), 7. 47 (d, J = 2. 7Hz. 1 H). 

7. 54 (s, IH). 8. 02 (s, IH), 8. 19 (d, J = 9. 3Hz. 
1 H), 8. 5 5 (s , 1 H) 

nm^^M (E S I -MS, m/z ) : 5 1 4 (M^+ 1 ) 

186 :N- (2-i^Dn-4 - {[6-^b^'>-7 - (4-b:'j >^;i/;>^ 

-4-^yu;i/] ;t^->} :7x-;i/) -n' - (2. 4 -i^yji^^uy 

N- {2-i7on-4 - [(7-t:Kn4^'>-6-p^h^FS^-4-=t-yU;i/) ^ 
^>-] :7ai-;H -N' - (2, 4 ->>-:7;i^:tn:7i-;i/) -jji/T (5 5mg), 
mm:^ ^i^K (6 2mg), 4 - np^5^;u) tf ij sy'>^^ig (2 2mg) ^ 
N, N->>'p<5^;P^;UAy5 K (Iml) {3^^L8 o'CTiB^r^mw^Lrco M 

LT#bn^c?^^^X-5";i/T^#L, ^^cofb-g-ij^^ 3 5mg, 1R^55%T 

'H-NMR (DM SO, 4 0 OMHz) :3. 98 (s, 3H), 5. 41 (s. 
2H). 6. 56 (d. J = 5. IHz, IH). 7. 04-7. 10 (m. IH), 
7. 2 5 - 7. 3 7 (m, 2H), 7. 4 7 (s, IH), 7. 4 9 - 7. 5 2 (m, 
4H), 7. 55 (s, IH), 8. 08-8. 15 (m. IH), 8. 24 (d. 
J = 9. OHz, IH). 8. 49 (d. J = 5. 4Hz, IH), 8. 60-8. 
63 (m. IH), 8. 81-8. 83 (m, IH), 9. 30-9. 31 (m, 
IH) 

K*^Wfil (ES I -MS, m/z) : 5 6 3 (M^+ 1) 
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^zy^ifltm^^t^EBM- 2m^ P^^t^^ ii^xttck D,«A) iZ^mV 2 4 

X 3 ivx-m^zimmmrnvrzo }:ihm.^m^mjk'sp^&mmmf' o^t. ve 

GF <hSI§T) ^m^mm:^^5 0 n g/m 1 tU^ IzmHuL. 3 7X:X8^m. 

m^Mbfc» mm^m^Lmm^v >mmm±m^^7i<i (pht. 4) xm 

^l^tcm. '^mtmWii^ (l%Tr i tonXlOO, 2mM:t)lh/'<'ri^)Um 
•^h'J^A. 1 mMX^ >>^T 5 > 4 mm. 2i-hV ^A^^t^ h u T^mm^M 

a^tk (pH7. 4)) ^lou immLtco 4x:xi mmmm^^xmm^pimit 

CDVE GF»{3ci:^ U >^'fbMAPK«& 1 0 0%. t^]^2^M43=}:DCV E G F 
##1STTCD U >^'fbM A P Kfi^ 0 % <i: L-T. ^&mmm^&TX(D >J >^<bM 
APK^^Alt(Se)fco dCD'J >jm^tMAPKm\Z^r)MAPK(Dm^<t^ 5 0 
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mmumM2 .• el i s Am^mi^^^KPRv >m'(tm.mm\i(Dm\^ 

t:hKDRSrh^>X:7a:i>V3>LfcNIH3T3 *fflSS(Sawano A et al., Cel 
1 Growth & Differentation, 7, 213-221(1996), "Flt-1 but not KDR/Flk-1 tyrosine kinase 
is a receptor for placenta growth factor, which is related to vascular encothelial growt 
h factor")^ 5 XmM^X^ >^^^~:$^ifq\zii\^^X 1 0 %^ i^mfJ'skm'&^tSD 
MEUmm (GIBCO BRLttJ;DWA) T 5 0 ~ 7 0 %n >:7;i/X> h <3b 

ji^i&yu- hiz 1.5x1 o^js/we 1 I tu^^oizmmv 3 7'ct 1 mm 
mi^fz. 0. ixoi^mf^ikm^^nDMEumimz^mi.. 
K izmm ^ i±7tM^^® ^^^y ^juizmmLT 3 7 wmz 1 mmmm l r^o 

fls^u>M«^s:ft^7K (pH7. 4) irmm^. -^mimmm (2 omM h 

EPES (pH7. 4), 150 mM NaCK 0. 2%TritonX-10 
0, 10%GlyceroK 5mM :tJUh/'^-^iyJl'B.^ h U "^A, 5mMX5^ 
U>zy7^>4mm2±hVOA. 2 mM N a 4 P 2O 7) ^ 5 0 m 1 ^>t)0 4 

EL I S ^nyV— h (Ma X i s o r p ; NUNCttctDMA) iz 

bug /m I (DiK phospho-tyros ine tfiW (PY20 ;Tran 
sduction Laboratories 0 MX) ti^tS U >mMWi± 
m-^^yK (pH7. 4) 5:5 0 1 Jnx.T, 4 "CTl Lm+g^fb^fTo 7:^0 

f^, K}t^W±M^m-)JliLKlt^'&±&X'^-( ^uy'U— h ^J—y—lZck D 4 5 0 n 
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0 %(^KDR u >^'fb?£ft. m<^Rzj^v E GF ^mmvT^^f^i^m^cDP&^m^ 

^2 





IC50(nM) 1 it:^^^ 


rC50(nM) 
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A 3 7 5 1 h:^^ /--Ymm mm^A^m^^^kDx^) 2x1 om^ti 

tc. mm^m^'iBi. U:a^>?^l/T— tf (2 0 OMg/ml) ^^t? 5 0 g 
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39 
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40 
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43 




21 




44 
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45 




24 




46 




25 




47 




26 




48 




28 




49 




29 




52 




30 




53 




3! 




55 




32 




58 




33 




59 




34 




60 




35 




51 • 




36 




62 





mmttmu : b h^'u^-v^ia (glo7) iznt^mmm^jiM 
i^-^zr^^^^iziU4\mr-:^'<zm^^-f^u. 2 omg/k § iifji^^o^z^m 
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^m\:'^'m^^m(Dm:mwm^T7itL. mmmmmum (tgir) = (i- 



wo 00/43366 



PCT/JPOO/00255 



- 189 - 



«4 





1 -tHj fcr Tit 


! TGIR 




IX # 


! TGIR 




^ gf 


i TGIR 










fJU. 


C%) 






(%) 


4 


Jffi u 


6 1 


102 


MP 


24 


147 


MP 


34 


O 


^ u 


5 9 


103 


MP 


23 


148 


MP 


54 


9 


ns^ Ht-i 


59 


104 


MP 


22 


149 


MP 


47 


13 


It^ BM; rt-i 


52 


105 


MP 


20 


150 


MP 


22 


14 




81 


107 


MP 


49 


151 


MP 


44 


16 




11 


109 


MP 


71 


152 


MP 


44 


17 




85 


110 


MP 


26 


153 


MP 


53 


18 


iSn 


57 


111 


MP 


78 


154 


MP 


34 


24 




63 


112 


MP 


81 


155 


MP 


29 


25 




68 


113 


MP 


61 


156 


MP 


24 


28 




84 


114 


MP 


60 


157 


MP 


44 


29 




64 


115 


MP 


74 


158 


MP 


39 


37 




70 


116 


MP 


83 


159 


MP 


40 


48 




90 


119 


MP 


40 


160 


MP 


43 


50 


^SP 


59 


120 


MP 


30 


161 


MP 


39 


51 


^P 


65 


121 


MP 


22 


162 


MP 


40 


54 


^P 


59 


122 


MP 


21 


163 


MP 


52 


62 


i^n 


78 


123 


MP 


31 


164 


MP 


55 


64 


^p 


37 


124 


MP 


27 


165 


MP 


44 


66 


MP 


26 


125 


MP 


30 


166 


MP 


27 


67 


MP 


30 


126 


MP 


52 


167 


MP 


28 


68 


MP 


57 


127 


MP 


25 


168 


MP 


42 


69 


MP 


26 


128 


MP 


21 


169 


MP 


55 


71 


MP 


67 


129 


MP 


25 


170 


MP 


64 


73 


MP 


34 


130 


MP 


32 


171 


MP 


13 


74 


MP 


28 


131 


MP 


31 


172 


MP 


42 


77 


MP 


26 


132 


MP 


24 


173 


MP 


21 


78 


MP 


21 


133 


MP 


20 


174 


MP 


19 


79 


MP 


28 


134 


MP 


29 


175 


MP 


17 


80 


MP 


52 


135 


MP 


62 1 


176 


MP 


22 


82 


MP 


27 


136 


MP 


23 


177 


MP 


35 


O O 


irae U 


J 1 


137 


MP 


20 


178 


MP 


28 


85 


iSP 


26 


138 


MP 


21 


179 


MP 


33 


89 


igP 


40 


139 


MP 


27 


180 


MP 


45 


93 


mn 


29 


140 


MP 


21 


181 


MP 


21 


94 


ma 


29 


141 


MP 


28 


182 


MP 


31 


97 


ma 


48 


142 


MP 


48 


183 


MP 


22 


98 




38 


143 


MP 


53 


184 


MP 


48 


99 


mn 


33 


144 


MP 


56 


185 


MP 


59 


100 


ma 


36 


145 


MP 


57 


186 


MP 


47 


101 


ma 


44 


146 


MP 


48 







TGIR (%) =m.mmmmw (%) 
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r6 r9 r10 




o) -o- (R'^*3cfct/R"tt. m-^TzitmU'oTi.^xh^K . 7Kmmi^^rzit 

nriiTfecklO ^^-T). ^TzitmR"- (S) m- (R'^t. Cu.7)V^)Vm 
cfc 0 MM ^ tlT t. ^ T t) I. i taf P ^ 7t «:^^?a CO 3 ~ 7 M *3^^S ^ ;t m 

R\ R\ R'*3^tXR»tt. P]-^/!:ttS7:toTt.^TfeJ;<, 7KmM^. AD^ 
>/^^, C,..T;P=^;PS, C,..7;i/n:^S/S, C,.,7Jl=^)\^^:tm. nhnS, ^ 
fc«T5yS^^L, fSL, R\ R\ R'*3 J;D^"R'ltT/0^>Kmi^^^«-r d i:« 
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R"«. Cr.TJU^Jim. C...7)V^-)Vm. (CeTJl^Jl 
itCu^TJln^iymiZj^Omm^tlXl^^XhJ:^^). ^fcflR"- (CH3) n- (n 

«o~4c^Mi^^^L., R"ummmrzUTmm(D 3-7 mmmm^m^rzitm 
rz\-x-^m^\i(D 3 7 mmmm^rz\tmmmt^^\^tz-m^x^'DX^^\^^) ^ 

3. R';^VK*ll^^^L, R'*5ck^'R'°c75(.iTn7)^Sfcttfsg^;O^>K^0-?£( 

5. (la) (Dit'^f^^fz\-^^nibo:>m^m\zt^mx^^^h\.<\±mm 



r24 r27 r28 
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fzitmR''- (CH:) p-O- (R"(i, ADy>M^, 7Kmm. Cu.TJVn^^> 

'^N-C ( = 0) -O- (R'^^j:lXR"«, l^-Sfe«^7:coTV^TfeJ;<, tK 
fCcfcDM^^nTl^Tfc^V^) ^^T), *fcf«R'^- (S) m- (R'H^, C 

R", R", R"*5j;tXR-"«, Iwi-S;^c«M7^ci;o Tt^^T t> J; < , 7^*0^, /\n 
^»(Cct DMM^nTl^T feck < > 

R"«, c,.6T;i^^;1/». c...t;u^-;1'S, C:.6T;m^:n;i.s (c,.67;u^;i' 

«C,.4T;i/Zl4^S/S{Ccl:DaM$nT!.^Tfe=fct/0 ST^cfiR'— (CH.) q- (q 
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9. R", R^ R"*3J;U^'R"CD/i>7^^<c!:felO;i>t:^^M^Sfctt7>;/miH^ 

10. R". R'\ R"*5ckrXR^'(7)^Vj:< iife lO;0^'C,.4T;b4-;US^*-r, 

11. R". R'\ R"^J^ZJ^R''<D5t>2-D-^^;<^)m^mL. mO(D2-D7^^ 

12. R", R'\ R"ii^U^R''(D{i.^U< Lhl-D7!}^-hU&. TS/S. C 

13. R", R='*5j;U:R"/i;57K^i^^^«L. R";?>V\D^'>i^^, Cm7;1/ 

1 4 . R"^3 cfcUCR»(7^j^:;^;0^>J<^J[M^^||t-, imm 5 fCfBScO-fl^-^^io 

15. R"^=fcZJ^'R"©^iTn;6^S7"c«M;^/0^>J<^M^J^;^^l^©S^^t-. 

m5\zmm(Dif^^o 

16. X^^XH^fc^N^^L, 

R ^'^ cfc IX R C M 7-;!^ zi ^ L . 

R", R"*5i;lXR"75VKmj^^^^L, 

R"5{)V\py>j^^. CmT;p^;us. CmT;p=i^->s, ^fzit-hum^^ 
R"7^?^\ c,..t;1/^;I/S, CmT;!/^-;!/*, c..7';^^-;^s (c>..t;l^^;p 

«CMT;i/n:^i/S^3ct DM^^tlTl^TfcJ;!.^) (CH.) q-R" (q 
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17. Xi)^CH^rz\tN^mL. 

R"7^?V^D^'>iH^, Cu^TJl^Jim. C..4T;I/=i^->S^ *fe«::ihPS^^ 
R ct IX R " © i Tn/i^ ^ ;t « M:;^ >0^>J< ^I^^i^^ S ^ a L , 

«C,.4T;Un^^>S{CckOMM$nTi.^Tfei;t/0 (CH^) q-R" (q 

18. X;0^XH^7^tiN^*L, 

R ct U^'R "7i?^^#fi^ C ,.4 T n i^S ^ ^ L , 
R'\ R"^ctr/R"70^>K*M^^«L, 

R";6V\py>j!^^, c,.4T;w^;i'a, c,.4t;u3^->s, ^T^cttJ^hnS^S 

R";0^>K*i^^^^L', 

R ";^>^>K ^I^^ J^;^ © S ^ « L . 

R"7:?^\ c,..t;u+;us, C2.6T;p^n;us, C:..t;1/^:^;u» (c,.6t;i^:=i^;u 

«C,.4T;1/ZI^S/S{CJ: DMM$nTViTfe<tVO Sfctt- (CH:) q-R"(q 

tto 1 cDS^^^L. R"tt/Npy>i^^. c,.4T;i/=^;uS^fcttc,.47';i/ 

19. XT^^XH^Tt^lN^^L. 
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- (CH:) p-O-^^L, 

R'\ R":^^zsR''-f}^7Kmmi^^mi^. 

R"-fyi/\n^^>m^. C,-4T;1^+;WS, CmT;U=i:^>'S, ^fctt-hPS^^^ 

R"ii^zsR"-^^7mm'^^mL. 

R"7J>^\ C^.6TJl^)im. C:.6T;1/^z:;P», C2.,7)V^ziJim {Cu.7)V^)V 

«c,.4y;m^r->S(cj: DSM^nri^iTfeckio ^tm- (cH:) q-r" Cq 

2 0. R^'/5^^#^«MC,.T;i/Zi^->S^ftL. R"7J>^'SR''- (CH:) p-O 

I'^TfeJ;!/^), ^fcitmR"- (S) m- (R"{t. )U=^)imiZ^ OWm-^ 

^ § i ^ « c T ck f9 MM ^ nx ^ T =b ct V ^^mjt^^^ J; O-'^PSi^^^^ 

22. p^^^UTr^-g), 1*3^111 9-2 1 Ot.iT'tD^^—IifCsBmcD'fb'&^Jo 

2 3. R^';J>^\ *R"- (s) m- (:i:iTR"«, CMT;m^;i/a(Cc); 0 fi 

m«OT^^) ^g-r, lf5i<Ji 1 9~2 1 CDV^-rn7i^-li{CfBmcD<b^#Jo 
2 4. R''7{)^\ SR"- (S) m- CZZ-lrR'^t. C ,..T;!/=^^;i/S{CcJ; 0 M 
^^$tiTViTfeJ:i/i 1 ^fett2f@c^S^j[^^^^t:^ISfncD6Mit^miS:*^S 
mflOlrab-i)) ^^L, ptJUT*^, iSj}<ii 1 9 ~ 2 l (Dt/^Tti;^^— ^{c 
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2 6. X-^^CH^fzitN^mi.. 
- (CH:) p-O-^^L. 

R'*:^^/\ay>m^. c,.,t;1'4^;L'S, c,..t;i^zi=^5>s, ^rcit-hum^m: 
R'':i5j^zSR''(Di^-rtiA-^^r^{myj-^^7K mmi-un (Dm^mL. 

R"-^^. C>.,7Jl^Jim. C2.sYJl^~Jim. C2.,T)V^=.)Vm {C^.,7)V^)V 
«C,..T;m4^->S{Cj;0MM^nTt.iTt)ct:l/O ^ti\t- (CH.) q-R" (q 

27. R"m¥mmc^.7)Un^i^m^mL. R"-^mR''- (CH2) p-O 
2 8. R^'75^\ 7K^S. T^/a ys<7) 1 S;ttl2(Z)7j<mj^^«, 

^^T=bcfcVi). ^;^«XR"- (S) m- (R'Hl, C,.T;i/^;Pa{Cc):Og^$ 

^ S i/ ^ C T cfc 0 fi^ $ tlT ^ T ct i g J; miM^7i>^ 
e.jSi^$n§ 1 ~2fliCDSffij!^T^^t^tS?D^/i«^ta^P(D6Mi5im3S^S^^ 

mttoT^^) v)^n-4(Dmm^^-r. mJkyM2 6^rcit2 7 iz 

2 9. p^i^UTS^. W5|cli2 6-2 8 (7) V^Tn^^)^— lifCtBmcOjhl'&i^^ 

3 0. R'';0^ »R'^- (S) m- dClTR'^fl. C..,7 )l=¥)miZ^ DM 
m^nxi^Tfectl^ 1 ^fc«2fSI(7:)g^M^^^tr:^iSfP(7)6M^imilS^»:&^ 
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3 1. R"A^. SR'^- (S) m- dZUR'^it. C,.7 Jl:^Jim\Z<k^m 

3 2. R"}0^^«M$nTV^Tt)ctl.itfU>?;i/T^^W3j<:^3 0 ^7t«3 1 
3 3. X-^^CH^fzUN^mL. 

R ^'*3 r/R "(D {.i-rtlTS^— ;^7!)t|^g^ C ...T &a L , f[fi;^;Om R " 
- (CH2) p-O-^SL. 
R"> R^^43J;lKR^'/^?^>i<^M^^^L> 

R"/^V\n^>iM^, C,.t;W+;1/S, C,..7;L'n4^'>^, Sfctt-hPS^S 

R^'/i^>K^0^^^L, 
R";0^7K^J!^TO^f-(Z)S^* L , 

R"7i>^\ c,.6t;w^;1'S, C2.«T;i-^n;i/S, C2.6T;p^ii;L'S (c,..7;i/4-;u 

«C,..7;l/34^i>StCcfcDMm$nTt.^Tfect!/0 ^/zfS- (cm q-R" (q 
3 4. R";0^^#fi^CMT;H]4^~>S^SL, R";{>mR"- (CH.) p-O 

35. R"-^^. 7Km&. 7^ym (z.(D7^ym<^i^rzit2(D7Kmmi=-it. 
tMti. 7\<.m&izj^K)m^-^tiTi^^x^^i^c>.,7ju=¥Jimzj:omm^n-r 

t/^Tt)ct:t.^). ^fzitmR'*- (S) m- (R'^«. CmT;P^;PS{c:c1: 0 

$)^i^i-ic^.,7)i=¥)i&iz^Dm^^nTi^xh<k^^mmm^^^zsmmm'^^^ 
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3 6. p^O^T^S, W^^liS 3~3 S^^i-rn;??^— i^tZlBOcCOfb-g-tio 
3 7. R^'7&^\ mR"- (S) m- dZlTR^tt, C...T;i.4-;i.Sf3 J: 0 S 

3 8. R'-/0^\ SR"- (S) m- CieiTR"^, CTJl^^JimiZj^DM 
mttO-rS^) p/i^nT^-S, if^li3 3~ 3 5 C0(.i-m7j>^— life 

4 0. X>6^-CHS/t«N^SL, 

R^'*5cfcy-"R^^©ViTn75^-:;^;^)^#g^C,.7;Un4^>^S:^SL.. ftil^/i^'SR" 
- (CH:) p-O-^^L^, 

R cJ: R "70^>X*i^^ ^mv. 
R ct ZSR"f)^7m}M^^^ L . 

R"7j?^\ c,..T;L'=^^;i.a, C:.t;1/^-;ps, c..T;u^-;L'a (c,.t;i-^;u 
c...T;i/^-;i/S*5J:tXc..67'>'W^-;i/S«> -^ti^'ti. /\py>j!H^^/z 
«CMT;i'Zi^5>S{CJ;D«m^tlT^iT=fc.];l.^) (CH.) q-R" (q 

4 1. R^'7i^-#^amC,.7;U3 + ~>S^SL, R"75^^SR^'- (CH,) p-O- 
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4 3. p;OnTa&^, Wl^m4 0^4 2(Dl^^-rtl:^^—mizmm.(Dit'^!^o 
4 4. R^'75^\ SR"- (S) m- (eiCTR'^tt, CmT;I/^;I.S{c J; 0 M 

m«0T^-5) ^^-r^ W5}<IS4 0~4 2 ©t^i-rnT:/^— :^{'|BiicCD'fb-&1^o 
4 5. R"/i>^\ SR'^- (s) m- (c:;iTR'ni. C ,.T;P4^;i/S{C J: D S 
^^nTViTfeJ:!.^ 1 ^;^tt2f@oami^^^-^tf:^iSfpcD6Mit^^iCS:£^ 
m«OTS^) ^^L, p:^>n -ea^-g). If 3tiS4 0 ~ 4 2 (Z)(/iTn;^^— lit:: 

4 6. R"75^"S^$nTViTt>cklit°U>';UT^'5tt5ftJS4 4^7^tfi4 5 \Z 

^^i^fe L < tt?t$S?n#j-e^'5, ttjf^ig 1 \zmm(Di\:^m 

(1 3) N- { 2 -^nn-4 - [(6. 7 -i?^ V^zy- 4-^y ^nV) r^^iy] 
yx.~jl} -N' -ynb^jl^UT. 

(51) N- (2-^7na-4_ {[6 h4i^>- 7 - ( 2 U y x 
-4-^yu;H :7ni-;i/) -n' - (2. 4 ->^:7;i'^n7ai- 

(62) N- {2-^nn-4- [(6. 7 4 -^-^VV -Jl) ^ 

^zy] yj:.~Jl} -N' -yPtf;i/'j7l/T, 

(7 6) N- {2-^Dn-4-[ (6, 7 -i?:?^ h^zy- 4-^-rV^J-)U) 
:t^->]y -N' -j:i5=-Jl^U7. 

(117) N-{2-^nn-4- [(6, 7 -z^?^h^i--4-^i-V0=.Jl-) 
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(119) N- (2-^PD-4 - {[6-^ h + ->- 7 yy°n 

(135) N- (2-^nn-4 - {[ 6 - p< h^>^- 7 - (3-t:^Ui^yy 
0/}^=^^'» -4-^:hyU-;i/]:t4^'>} y:x:.-)V) -N' - y □ t:;!/"^ 1/7, 

(142) N- (2-^7PD-4- {[6-^h^~>-7- ( 3 - hf U h 

-4-:^^y u;^]:t^i^} yju~)V) -n' -yp tf;!/-^ ut, 

(143) N- (2-^PD-4- {[6-^h^>^-7- ( 4 - h: U '>';i/^ h 
_4_^y ^a:-;U) -N' - :/P hfjl/r^ 

(144) N- (2-i:7nP-4- {[6-^h + >--7- (2-^:;i/^Uyx 

h^v') - V Jl]^^iy} yx.-)V) -N' -ype;i/>^i/T. 

(145) N-[2-^PP-4- -[2- (lH-1, 2, 

3- h^JYV-Ju- 1 )i) xh:^>']-4-^y u;u} :t^>^)yj^-ji']- 
N' -yp trji^'t7i/T, 

(146) N-[2-rJ7PP-4- (7- {[2- ( 1 H - 1 - < 5 ^'^ U ;U) x 

(148) N- [2-^PP-4 - (6-yK^i/-7 - {[2 - {A - 7>^=f-)V\i 

^^^Jj) xh + sx] -4- + yu;i/} 7ie:x;H -n' -y°u\i.)V^ 

(149) N- (2-^PP-4- {[7- (2 -h Kp^^X h^t^S^) -6- 
:^V^'y- A-^ J yx.-)U) -N' -yuhfJUOUT. 

(151) N- (2-^PP-4- {[6-^h=¥i^-7 - (3 -^)U7i^^J / y" 

p#^-» - ^) )V]-t^iy} yj^~)V) -N' -yp t:°;i/':> l/T, 

(152) N-[2-^PP-4- (6 -p< h4^->- 7 - {[3- ( 4 - p<5^;L- tf 

(153) N-[2-^PP-4 - (6-yh4^v-7 - {[3 - (lH-1, 2, 

3 - h 'J7y-;i'- 1 --f ;i/) y''u-7f.:irzy]- ^) )V} pf^^x) :7a:x;i/] 

-N' -yp tf;!/-^ 
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(157) N- {2-i:7DP-4-[ (7 - {3-[ ( 2 - k K D^^ ^X5^;L^) (p< 
-N' -yuhiJlOUT. 

(159) N- {2-^OD-4-[(6-p< {[5- (IH- 1. 

2, 3 - h uyy-;u- 1 -<;!/) ^>^)],]:t^>^} ^^v-j 

7a:-;H -N' -ynk!;i/'^I/T, 

(160) N-[2-^on-4- (7- {[4- (lH-1 — f^yVOJl) y" 

(162) N- (2-:^nn-4- {[ 6 - p< h ^ 7 - ( 2 - ^ U 7 X 
h^S^) - 4 -4^:^y''j -y :^-)V) -N' - (2. 4->>':7;|^;f 

(163) N- (2-^PD-4- {[6-^h=¥iy-7 - ( 3 -^Jin--V J y' 
n-!r.^~» - 4 -^T^-V'U yjL-Jl) -N' - (2. 4->>-7;L' 
:tnyji-ji) fVT. 

(164) N-[2-i7DP-4- (6-yh4^->-7- {[3- (4-y5^;Wh: 
^^>>V) ■7°n:i?:^x]-4-=t-::hyu-;H p^-^-v) :7ai-;i.]-N' - (2. 
4 ->?:7;u:tn:7a:-;i/) 

(165) N- {2-^Dn-4-[ (7 - {3-[ (2-t Ho^^X^;U) (p< 
9";i^) T5 y]yo5j?4-'>} - 6 -y h4^>--4-^:l-yUx;p) pr+^]t7xx 
;H -N' - (2. A-'Jy)V^uy OUTs 

(168) N- (2-^DP-4- {[6 h4^i/- 7 - ( 3 -^;1/a|n U 7 ^ 

PTi^^^i/) -4- + y u;i/]:^4^^} 7:cx;i.) -n" - (2, 4->^7;i/^p 
:7jix;p) ^UT. 

(169) N- (2-i7pp-4- {[6-yh^>--7- ( 3 - ^ U >?;i/y h 

- 4 -=i^y 7a:x;u) -n' - (2, 4 ->?7;p^p:7 

(170) N-[2 -ri7pp-4- (6-yh^^->-7- {[2- (lH-1, 2. 3 

- h UTy-;p- 1 -<;i.) xh^->]-4-4^y u;H :^-^i/) y:t.~)V]-N 
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